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SO, SK, SL, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, US, 
UZ, VC, VN, YU, ZA, ZM, ZW. 

(84) flSl fl£J#J: ARIPO ftg* (GH, GM, KE, LS, MW, MZ, 
SD, SL, SZ, TZ, UG, ZM, ZW), a— =5 isTfttfr (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), 3 - P y /fftSt 
(AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, PR, GB, 
GR, HU, IB, IT, LU, MC, NL, PT, RO, SE, SI, SK, TR), 



OAPI tifff (BE, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, 
ML, MR, NE, SN, TD, TG). 



(57) Sffi: 

^iPJfi, ft©-Jtt* (1) 




0£1\ A'tt- (CH,) n -> - (CH,) -CH=CH-, -CO- (CH 2 ) 
..-Xtt-CO- (CH 2 ) r CH = CH- (5^, nf±0~3<&j&£grf) ^ 
t;A 2 (i-CH r , -CH 2 CH 2 -~, -CO-Xli-CH (CH,) ; 
R I AtJ«R , Ht**IK«fiT/l'*A'JMS**L; Z«:£ (2) Xt± (3) 



R 6 




(2) (3) 
(xS^R 3 , R\ R\ R*\ RlDiR'i^-Xlii^oT^i]!^ TA^A* 
^&^b ; XMYf±^-Xtti4ot = CH-XI±=N-^t) Sr^t". fc£ 
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w m # 
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MeO 



OMe 




-XS-CO- (CH 2 ) „-CH = CH- (5**, nfiO-3WjR*SH-) £^ 
L ; A 2 tt-CH 2 ~, -CH 2 CH r , -CO-Xfi-CH (CH 3 ) 

; Z«:& (2) Xfi (3) 



(^^R 3 , R\ R', R 7 ^tJ?R s «^-Xf^^o"C7K^J®^, T/V^r/VS, T 

JfcLWTfcJ:^7:^v£*r*L ; xWYH:^-Xli^o-C = CH-Xtt 
4, 5- by y h^yyi-zi'lttt^^ 3 




(2) 
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& -^y^/VS, s e c-^/I<S, t e r t -^A-3S, ^ 

>f y/Tn>& s e c -:/fvvgW0;£ LV\ 

/>2E, 3-tKf^/Bt>I, 3-t KPdr^-2-^f/l//u^4 4 
- 1 Ku^f- 5-tKP i^^^vl^ 6 - 1 K P v'^vvVS 

^ffbtl,, ijffct KP^-^fM, 2-fc KP^r^xf;^ 

1 - * fv^xfvl^ Z-tKn^-l, 1 - 3-t 

Zy-A'-C-C,- 7^WS U\ J; 0 Sf * L < tt tf y c- C 
3 
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LT »7 5 / -C,- C 6 -T/^/wS«* t < , JM^iCftT 5 J * f-fV^ 

7^/7 s Pt , ««f,W 0 ^7^^/7/P«a 
Tfi^7~$V - C- C r 7/^/H^|?^ t < . Aflcftjfctt^T ^ ^ 

A l T^&tb5S®5fe, (CH 8 ) „£LTtt* pt^l^, ^l^StfMM 
fWV«Ll\ (CH 2 ) -CH=CHi: ttfi s CH 2 CH = CH, (CH 
2 ) 2 CH=CH, (CH 2 ) ) CH=CH^IU\ CO (CH 2 ) n k LTEiCO, 
COCH 2 «U\ CO (CH 2 ) „CH=CHiLt(i s COCH=CH^ 
£ LV\ 

A 2 liCH 2 , CH 2 CH 2 , COXiiCH (CH 3 ) £^lh^\ CH 2 , CH 2 CH 2 
4 
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try $ s^stoUjfcff fe^s. 

BWBfc^fc (1) «tt»iLTte, ^±f^$tL-5^fetLW»m 

£tuei^ #Rf«&&, ^itymmm, 3${&mmi, mm, v>wm 
m%m&s 9*>vmL. 

[ajfe] :A l -Z#2- (3, 4, 5 - h U ^^v^^-yV) eUv^W^ 
A'# (CH 2 ) B Xfct (CH 2 ) r CH=CH^t', 2 
- (3, 4, 5- try >?/V^?vV»^7-? (9) 
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^/l^^KSr^U A ,a ^ (CH 2 ) (CHj) ,-CH = CHt*U R\ 

R 2 , A 2 , ZraiStNC] 

■fjSefct), wv^> ^-y^y, f f7t ^77^ (thf) , *?3r*y-y, 

(O) ^©^MWS:tJ ; 2M^7 v h!J !7A^WM<75#^£T, 2-;7nzn>fy 
= 3^y||x^ (4) ^3, 4, 5- b !J 7< h^^7a:^/V7l?nyK (5) t 

or«tt)a«iaS, »*L<tt9Ot:^-cio^j:!)SlE0lW, &*t<t±-«K 
j££«^}c:J:^ {k&fo (6) fe»5. ;:©fc©(*THF*-2 0°C£ <9g 
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J^W (7) ^^np*;i/A, ^an^y, ffcBSb^fvK ^—r-/^ THF, 

ymv>mm*. mt^^t - 2 o°c£ d 0* l< &o°c-e 1 

^p/H$ (8) iS?r?y# (9) ££N, N-^f^A7 5 K (DMF 
) , i^^vw^vjfr^v'K (DM SO) , T-tr b- MJyi^SfOfliaiE^cr^a* 

y ^^#feTiaa^fe i o o°c, 'm t-< ftsafcT i f$ma>e>&BNu 0* t 

<(i5RfF»t5ctia^yffiI^ (10) Sttfls£* (10) 

ir-fb-a-fe (id &m&ttzzt£.&9<\&to (la) «^ti,5 Q as-g-^jES 

DMF, DMSO, T±Y~h\);\'®<Dm£*Kxm&#y?J*&feTm.m. 
^blOOt, SfSU<tt7 0 6 C(CT 1 «fM*>5»» B H, «F* U < f* 2 

SKft^* (11) tt, W*tf&©fi&^:«oT»&£;h,5. 



Z— CH=CH— (CH 2 ) n .,-COOR'° 

Z— A ls -OH - Z— A la — 

2-(CH 3 ) n -,-COOR 10 (13) (,1) 

(12) 



[5£fU R w tt7jc*JBt^XliiS«ftT^^SSr^U, A u fi (CH 2 ) „XHt (CH 

2 ) „ch=ch^u zR-^K'itmmtmzi 

7 
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KxvikGyn (id ci^-c% mTt&fctzmik&m (7) <d$j& 

— /Hfc (13) ^np*H '^np^y, SWfc^/K ^-tvV, TH 
a y Ki 7^=1— /Hfc (13) £ h D ^5VvT ^, fc° y v?yf©Il^ 

0 03 b < fit 5 i*MSIttH-« w ^ fc J: t> ff *fett5, 

[bfe] :A'-Z^2- (3, 4, 5 - h y * b * */7 =.-tV) 
/VSWtOtt-CfcD, A 1 ^ (CH 2 ) a XlZ (CH 2 ) n -CH = CH©*§#-Cfel9, 
i^7^f (9) tA'-Zg^Aft^ 2- (3, 4, 5~hy^h^r^7 




[5fcf», A Ia fit (CH 2 ) n Xfit (CH 2 ) r CH=CH^U R 1 , R\ A 2 , Z 
8 
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4) ^tbf^t^ (8) £KJ&£#5w£t::J:!?te£ft (la) «P>tl 

6„ icoRJS(^v^T{b^ (li) i^7 5^ (9) tco^^&mt^ 

ft (14) t\\&m (s) ioMass, *nm, fue^^ft do) tit 
^ft (ii) mw&to (8).t{b^ft O) 

[cfe] :A l -Z^2- (3, 4, b^r^x^V) hTy$?/M7- 

5 , A'^CO- (CH 2 ) „Xf±CO- (CH 2 ) „CH = CHO 




(5£*, R»«yNpyyIWfit Kn^fSfc^U A la & (CH 2 ) n Xf3 (C 
H 2 ) „CH = CH^U R 1 , R\ A^^Zfiffffa^iHC) 

tt^BJJ K^xtt^^^lWrefeSft^ft (is) fcfls^ft (i 

o) %m&% j &z>z.b\z&*)tt&m (lb) »bn^ 0 »^By m (is) 

t-fb-aft (10) i«ft flajfctfifnn/JvK^ ^pn^yf« 

mffifrtzz t\z*y Wtfrtiz. titufrtfymfc (is) i-fk^ft do) 
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A'jjjvtf&'f 5 f>\ 1 3 - ( 3 - v 5 ^ fy^T ? / y& e» 

iSft 0 »* U < 14 6 BSIWRrt; S-fr 5 i t K J: <9 frfcfrttS. 
[dife] :A ! -Z?!)S2- (3, 4, 5 - b y 7< h^^-AO tfy^/Mf" 
A 2 ^CH 2 , CH 2 CH 2 Xf4CH (CH 3 ) V 



[5^ A 2 f4CH 2 , CH 2 CH s XliCH (CH 3 ) T?fc!K R'&tfR'ttftffai: 
^1C 0 ] 

■J-fek^ (8) fc^rSfftE (9) t^fMWU' (DM 

F) s ^3V>*/V**^K (DMSO) , 7tb^MJ;^©»t« 
# y *A#&T3i&a>b 1 0 0 o C, m U< (4 8 OKKX 1 I^1W^6>»0W, & 
&L<frG#mtmrZZ.b\z£Qit&m (id 

[eft] :A 1 -Z^2» (3, 4, 5 - h y ^ l^^^s^) l^li^Mf 




OMe 



OMe 
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■fftlph, ^y^y^^/^^r/w (16) £fE&CD#&(<:J;9 2-~hn^< 

(17) (17) (cffjtHw^pp#:.(8) £jfij ffl fc |U#<7> 

ftfr^KJES*^ fb^F (18) frftS, ^v^fb^ (18) Srgfi*p©*feT» 

^a-rsc^j-j;^, (19) ^#§ 0 (19) «tfci©^#tiRi 

^tc*^t;i)^^AT/v5-^AT*il7nt-5^a;(;:J;!9, (20) 

£#6 0 -ft^ (2 0) fr^op^y, DMFf©ilt, 
-Y^^/— ;k hy^^vKT^, 4-^fvv^/Msy >\ 4- (v^fvKTS 
/) tfU i^^co^S#ffiT> t e r t-^f;V^f;^BB->5y (TBD 
ms-ci) £0°CJ;D31ttg, &£L<f3:5 oV,Kxmm£.'OWtRT%, ft 
*L<ti.-%LBi.]foi$1kZ>Zkte&t)TBDMSfc (2 1) £#5 0 fb£#> (2 1 
) ^pntfvW^ ^nn^y, T-feh^hy/K TH F % DMF, DM 
SO^COW^, 9-7M^ h^^/V^/wr^i (Fmoc-T 

5:/^) (22) i^y^A^^^^', 1 „ J1 ^ /k _. 3 „ ( 3 _ 
^7 5 J 7* tW) *A,f£*M 5 K • CfciS&fr/VJiW 5 K) , 

o- (iH-^yy h y ry— /u-i — (M ~n, n, n' , n' -7h7^ 

^P?p-^A ^i-y/vjrv**^ h (HBTU) ^«7k$^flJ#£T, 

orjcfpjtttg, mi><i*£mzTiftm£<omm, ^Kiiio^i 

KJ&SitScifcJ:^!^ (2 3) &#5 0 ft&m (2 3) fiSEtto^felcJ; 
D^y^iTO^-tia!)/^* (2 4) £#5 0 -(b-a-tl (2 4) 
fitutHtf) 2 -~ fu^y^*^;^ a y Kifuttlt R-CftfrtfS^S* 

(2 5) Sr#6„ (2 5) 

tMLT/^-^ (2 6) £r#5 0 ft&m (2 6) ^THF, S^t^U^ 
ojfttt&^gtfL h y 7^=;n^^7^^i^^Ty*^/vxKdr^ h (DEAD 

12 



WO 2004/032933 



PCT/JP2003/01304S 



Efc£tt$;:fcfc.J;tMfra* (2 7) <k^« (2 7) &»©#fei-J: 

!9JK2-^hP'<>i?>^/u*=yWl5*fTl\ tt&m (2 8) fc-frfc ( 

2 8) (8) «rWWtiai-w*f 1 l : 'CRj£**5iiK:J:t)^ 

»(ld) £#5 0 

[fffi] :A'-Z^2-(3, 4, 5 - b !> b # V7x^/V) tfy^/M?- 



N v C0 2 Et 
(29) 



A 

FmocHN CO,H 
(30) 



O 




HN^I 

1? 



i-ftt>*>, N-^y^y-yy^x^^ (29) tFmoc-r^/ 

$ (N— (9-7/W3f"V-/M h*v-fc/MwV) 7?;f) (30) i 
©*jSfet?S*S$-&^^K»»# (3 1) £#5„ -fb^* (3 Z) IZffi%l<D% 

WFmo cittmtt^mmmn^ ww^wwtffi 02) 
mxmm-^^t\z.x^o ^yvimww (33) sr#5„ (33) 

4) £#5, (3 4) <t suffix P/Vn ft (8) b*m\bhft-<T>%fcX- 

itit® (1 e) Sr#5. 
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%Zti>X$Z> 0 *fc, BTOb-S* (1) #*#ft*&*r*-Stt£MU #3&iEfi 

-es, mm. isldMs mmi «tww* isa^u ^ask as# 

«f#SJ. J«*S!U #m M^^^fet, #^J;!9ffi 

i£Wtomk\,xn., %mftwx*-$tmz&mi$ftx^6^<DX£<, m 
mit^xtts Mb^hy^A, ^koi, f^v, m&w 

/n/V^/K $Vny/, /K^H^ TV^/i, ^7f^I, jfr/^*^ 
14 
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&nmmffl\&®M-tzm&i*. mw&® en \mmu mm, 
mt%zk&x*%z> 0 ^(om^mmit urt^-y >mtK mmt lxi*? 

ni»hy^^ edta, ^^y=r-^, ^*%mm$mf 
mmmmnkLxftimzfvfi'ty, mmy h*%-fym$mtfz>tiz>„ mm\t 

M*tf, jj?y^f>^ya-^ 7;!)^ «g£hy ^y-tr^ 

MM, ^#^^^i^DTlB^^^ tele J; (??^, »Hb&ti5 0 £ 
£|J£LT{3:, ])y* t7'>$yp^ ^r^^^-y 

}VT)V^-)V, /*7 7jymmifhti£ 0 ^MtL-XiX p-tpo^/S 

^< ^xnbft&-&mn<Dmifr-MMiz, m*om, ii«riM, 1*1 

15 



ft, mtem, ipi*), (-twasft, tto«k 
<wa, t»r±*, fflri), ±«s, tom owa. mm, 

**Mb«, ttRKA (ITM, ITII, STJRft) ^co® 

MM, MI, **, *&, ftilft, MWm 

©»fb»oft, raw, nam tta*> Nft4HBfl**<&jm . 

a&wgsaa, mm, ^waspft, (Wrt«ta), 

mm, mm&m, wmumi, ttMt, y 

*n, att4«uAA m^^mm, ***** ml ** 
mm, mmmmm, m±mm, wmmmm mw-mom* m 

M, Mttttti (^»Mglh ftttttttteM, itty^m 
ij>v^cd$, ®^bijs«, iiTOM^ 

j;o-c»ft6^ a#i4BJtxfc#triwwb^» (i) atiBi-iooo 
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mm i 

2- (3, 4, 5- h!M \>*i/7zz— /V) -fy — n^ygftsf-Zl/O^ : 




3, 4, 5- MM h^V7^=/VxJ?py^ (2 0. 6 4 g)£2-^PP-f 
y-^y^n^/v (19. 0 6 g) £ h/Hy (2 0 OmL) tTHF (1 0 
OmL) ©i«|ciSL„ 2M»by-?A (2 0 OmL) kThv*X 
(h!)7x^/^7^y) ^7^7A (0) (5. 9 3g) %Mz.fc. a 7 VU=f 

; 2 7. 7 0 g (8 5%) 

'H-NMR (4 0 0MHz, CDC 1 3 ) 5:1. 45 (t, 3H, J = 7. O 

Hz) , 3. 92 (s, 3H) , 3. 99 (s, 6 H) , 4. 46 (q, 2 H, 

J = 7. 0Hz) , 7. 30 (s, 2H) , 7. 76 (dd, 1 H, J = 5. 1 
Hz, 1. 6Hz) , 8. 24 (dd, 1H, J = l. 6Hz, 0. 8Hz) , 
8. 81 (dd, 1H, J = 5. 1Hz, 0. 8Hz) 

4-t Fn^fyi/-2- (3, 4, 5 - hi) ^ h t'y^y© 
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2- (3, 4, 5- h V * b^7x=^) 4 y^^^y^^/U (2 7. 7 
0g) &THF (2 0 0mL) (CjgflfU 0°C, T JVdty%.^%J\z.X7kmW 
^A7A^-?A (3. 3 1g) fcflpji, 0°C^Xim$mWLtz o fcJ&Wifc 

M : 1 8 . 1 5 g (76%) 

'H-NMR (4 0 OMHz, CDC1 3 ) 6:3. 90 (s, 3H), 3. 95 
(s, 6H) , 4. 79 (s, 2H) , 7. 19 (d, 1 H, J = 5. 1Hz) , 
7. 21 (s, 2H) , 7. 66 (s, 1 H) , 8. 60 (d, 1 H, J=5. 
1Hz) 

4-^pp^f;H2- (3, 4, 5- h ]) / Y^yy ^^/v) \?Vi?y<D&j$ 



4-tKP^f^-2- (3, 4, 5-h!M h*i/7^=-M t'VVy 
(18. 15g) ^^op*M (3 0 0mL) tjgfUOTCfCtiHt^-^ 
(19. 2mL) 3 0^ftiHakl|IU4lN?WS#Ufe. E 

mm?.* 

ijXft : 1 7 . 8 7 g (92%) 

'H-NMR (4 0 0MHz, CDC1,) 6:3. 91 (s, 3H) , 3. 97 
(s, 6H) , 4. 61 (s, 2H) , 7. 24 (s, 2 H) , 7. 26 (d, 
1H, J = 5. 1Hz) , 7. 6 8 (s, 1 H) , 8. 6 7 (d, 1 H, J = 5 . 
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1Hz) 

l-[[2-(3, 4, 5-h!)*b*f7 = -A>) fcT 



4-^ctn^^-2- (3, 4, 5 - h ]} * Y^yy^jv) fc'JJ^y (i 
3. 5 2 g) ttXy^y (11. 8 9 g) t. IrDMF (1 OOmL) iZf&ffiU 

mzvzj* (is. s 9 g) srjpi, iiiT5^i#Lfc ( A 

20:l^pn : T^-Tma* ? J -/V= 10:1) tltl 

Jfcfi : 1 0. 3 4 g (6 6%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:1. 56 (br. s, 1 H) , 2. 
46 (br. s, 4H) , 2. 91 (t, 4H, J=4. 9Hz) , 3. 55 ( 
s, 2H) , 3. 90 (s, 3H) , 3. 97 (s, 6 H) , 7. 22 ( d , 1 
H, J=5. 1Hz) , 7. 24 (s, 2H) , 7. 64 (s, 1 H) , 8. 5 
9 (d, 1H, J = 5. 1Hz) 



3- (3, 4, 5-YV* Y**S7x-A) - 2 -^n^V- 1 -ah-/KO^ 



3, 4, 5-h»j* h^>tt^&Wt (1. 5g) £THF (lOOmL) C» 




«$J5 
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MUK&TXhV^/VTZV (0. 6 4mL) *MX.ft®, ^B»xf/v 
(0. 4 4mL) «TLfc 0 IKl«Wlfc|, ^Tt^mit^m 
"t-hy^A (477mg) £«Lfc 0 iSt'l^WLfct, 

tt: 7 3 6mg (78%) 

'H-NMR (400MHz, CDC1 3 ) 6:3. 85 (s, 3 H) , 3. 87 
(s, 6H) , 4. 33 (s, 2H) , 6. 29 (dt, 1H, J = 15. 8H 
z, 5. 9Hz) , 6. 55 (d, 1H, J = 15. 9Hz) , 6. 62 (s, 
2H) 

mmme 

3- (3, 4, 5-Mn^->7x-;V) ^p^V-;KD^: 



3- (3, 4, 5- b ]) b^r^^/k) -2-7°P^y-l-^--/V (1 

2 0mg) MzmMVi 0%^?WJ»-mm (eomg) SrJpit, 

tt:44mg (34%) 

'H-NMR (4 0 0MHz, CDC 1,) 5:1. 8 2- 1. 9 0 (m, 2 H) , 
2. 63 (t, 2H, J = 7. 8Hz) , 3. 66 (t, 2H, J = 6. 4Hz 
), 3. 79 (s, 3H), 3. 82 (s, 6H), 6. 39 (s, 2H) 
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3- (3, 4, 5-h!M Y*c*sy*-/\') * ? >X/ufr-f- V<D& 



3- (3, 4, 5- h y ^ h**>7*^A') "fxx/^/—Af (4 4mg) £^ 
PP^y (2mL) fciftflfU try^y (5 5. 6mg) ?K?^T^ * 

y^M-y^py K (3 7. 4 nig) &j*X.tiat3Wlt 

A-eftftiA mm^v^V^y^^^v^yy^- 

P*/W» : ^;-/U=4 0 : 1) fcttU «fl&fk^4fc*1»fc. 
IKft : 5 0 m g (85%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 6 2. 01-2. 08 (m, 2H 
), 2. 67 (t, 2H, J = 7. 5Hz), 2. 99 (s, 3 H) , 3. 80 
(s, 3H) , 3. 82 (s, 6H) , 4. 21 (t, 2H, J = 6. 2Hz) , 
6 . 3 8 ( s , 2 H) 



N- [3- (3, 4, 5- hV * b*fy*~A') y°Vt°JV\ -N' - [ E2- 
(3, 4, 5- h y ^ h^v-7^=/V) \fVJy~4-4M fT-fr] V^yi? 



1- [ [2- (3, 4, 5- h y * h^f3/7x^/V) fc?y *?V- 4 — -f/V'] 
tX7i/y (5 7mg) ^Tirh^hy/k (4mL) f£«U 3- (3, 
4f 5 _ y y ^ /V) 7°Pt°/V * h (5 0mg) „ 

sViWVpA (35mg) , $®#y*A (46mg) SrJP*., 7 0°C1?2B# 
21 
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IRS: 5 2mg (4 0%) 

] H~NMR (MffiSi LTiife 4 0 0MHz, CDC1 3 ) 5:1. 79- 
1. 93 (m, 2H) , 2. 37~2. 68 (m, 1 2H) , 3. 58 (s, 2 
H) , 3. 8 2 (s, 3H), 3. 8 4 (s, 6H) , 3. 9 0 (s, 3 H) , 
3. 97 (s, 6H) , 6. 40 ( s , 2H) , 7. 21-7. 2 4 (m, 3 H 
) , 7. 63 (s, 1H) , 8. 59 (d, 1 H, J = 5. 1Hz) 
m/z (EI) : 5 5 1 [M + ] 

9mm 8 

3- (2, 3, 4- h!) * Y**s7x.~/V) rP^xf^jjS: 



r/V^#ffl«CT6 0%7jC*'ffc^-h!;^A (2 4 5mg) ^THF (lmL) 
fcJHWU (1. 1 lmL) «^T?iTLT3 0 

#J£#Ut, &vvC2, 3, 4-h^K^/7/^tK (i. o g ) £ 

l& S : 1 . 1 5 g (84%) 

l H — NMR (4 0 0MHz, CDC1 3 ) 5 : 1. 33 (t, 3H, J = 7. 1 
Hz), 3. 88 (s, 3H), 3. 89 (s, 3H) , 3. 92 (s, 3 H) , 
4. 25 (q, 2H, J=7. 2Hz) , 6. 42 (d, 1 H, J = 16. OH 
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z) , 6. 69 (d, 1H, J = 8. 8Hz) , 7. 27 (d, 1 H, J=8. 

8Hz), 7. 88 (d, 1H, J = 16. OHz) 

mm 9 

3- (2, 3, 4- h !) /. Y^-^y^^jV) ^P^SfcO^j* ; 



3- (2, 3, 4- h y ^ Y**s7zc^M ^o^yixf/i, (l. l 5 g) 
^^y^ (20mL) fcJgtfL, 1 0%7mtk%V (1. 2 1g) » 

PH&2 [CM U H^^A-T^ffi bfc 0 fflJf j, y p AT« 

teft : 1. 0 0 g (9 7%) 

0 

3- (2, 3, 4- MJp< h*i'7x—A') - 2 - 1 --A—/Whf>% 



3- (2, 3, 4~ VVt 7"a^(5 8 5mg) 

: 4 1 Omg (8 0%) 
'H-NMR (4 0 0MHz, CDC1 3 ) 6:3. 86 (s, 3 H) , 3. 87 
(s, 3H) , 3. 90 (s, 3H) , 4. 32 (d, 2 H, J = 6. 1Hz) , 
6. 30 (dt, 1H, J = 1 6. OHz, 6. 1Hz) , 6. 66 (d, 1 H, 
J = 8. 8Hz) , 6. 80 (d, 1H, J = 1 6 . OHz) , 7. 17 (d, 
1H, J = 8. 8Hz) 

wmi 1 




OMe 




OMe 
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3- (2, 3, 4- b U ;* Y**/7x.zzA') JVCDftffc : 




OMe 



3- (2, 3, 4-h^b^7x=/>) (i 
6 3m g ) Sr»3ftW6i:TO*!:teau «1&fls#4fe*#fc Q 
Ji2g : 7 5mg (4 3%) 

"H-NMR (4 00MHz, CDC 1 3 ) 8:1. 81 (quint, 2H, J 
= 6. 7Hz) , 1. 98 (t, 1H, J = 6. 0 Hz) , 2. 67 (t, 2 H, 
J - 7 . 2Hz), 3. 57-3. 61 (m, 2 H) , 3. 85 (s, 3H) , 
3. 87 (s, 3H) , 3. 90 (s, 3 H) , 6. 74 (d, 1 H, J=8. 
3Hz), 6. 84 (d, 1H, J = 8. 6Hz) 

mmmi 2 

3- (2, 3, 4- by * -?Xi Vfl, *#^X/U#i-*-h<D4t 




3- (2, 3, 4-M)^^5/7x^) 7°P^/-^ (3 7mg) £$at 
« : 1 4 m g (28%) 

'H-NMR (4 00MHz, CDC1 3 ) 5 : , 2. 02 (quint, 2H, 
J = 6. 7Hz) , 2. 68 (t, 2H, 1 = 7. 4Hz) , 3. 01 (s, 3 
H) , 3. 84 (s, 3H) , 3. 87 (s, 3H) , 3. 89 (s, 3 H) , 
4. 23 (t, 2H, J=6. 3Hz) , 6. 61 (d, 1H, J = 8. 3Hz 
) , 6. 8 2 (d, 1H, J = 8. 6Hz) 

mum 2 
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N- [3- (2, 3, 4- hJM h^U7x^M 7v\f/U] -N' - [ [2- 

(3, 4, 5- mm h^yy^^/u) tf y — rvv] ^Tvw] tv^^ 




1- [ [2- (3, 4, 5- h>M hdf-i/^^^/V) t? V 4 -J ;V\ * 

fvV] t'^^y (17m g) (2, 3, 4 - h !) * V * i/7x^/P) ~f 

p tvL- > * h ( 1 4 m g ) t €rn^j 1 1 mm\z&m$^ -r w 

«f : 16mg (4 5%) 

'H-NMR tiffim&kLX8Hfe, 4 0 0MHz, CDC1 3 ) 5:1. 6 5- 
1. 80 (m, 2H) , 2. 3 0-2. 7 0 (m, 12H) , 3. 50 (s, 2 
H) , 3. 7 6 (s, 3H) , 3. 7 8 (s, 3 H) , 3. 7 9 (s, 3 H) , 
3. 83 (s, 3H) , 3. 90 (s, 6 H) , 6. 52 (d, 1 H, J=8. 
6Hz) , 6. 75 (d, 1H, J = 8. 4Hz) , 7. 12-7. 16 (m, 
3H) , 7. 56 (a, 1 H) , 8. 52 (d, 1 H, J=4. 9Hz) 
m/z (EI) : 5 5 1 [M + ] 

N- [3- (t°y -^y-4— «f;V) ^PtT^] -N' - [ [2- (3, 4, 5- 
MM h^r>>7^^) t'U^y~4 — f/k] fc^y^- 2^W^ 




l-[[2-(3, 4, 5- MM h=3r^7^=^) v?y-4 -^^] / 
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^)V\ h'^.yi?y (19 6mg) k4- t^v?^ (8 9 

rag) k&mmwi kmrnzBUfc^ ^^tt^^t^^omm^ 

M : 7 3mg (a 8%) 

'H-NMR mfmmkLXmiE, 4 0 0MHz, CDC1 3 ) 5:1. 78- 
1. 90 (m, 2H) , 2. 37 (t, 2H, J = 6. 4Hz) , 2. 40-2. 
6 1 (m, 8H) , 2. 6 1 (t, 2H, J = 6. 6Hz) , 3. 5 8 (s, 2 
H) , 3, 91 (s, 3H) ( 3. 97 (s, 6H) , 7, 12 (d, 2H, J 
= 6. 6Hz) , 7. 2 3-7. 2 4 (m, 3 H) , 7. 64 (s, 1 H) , 8. 
48 (d, 1H, J = 5. 8Hz), 8. 60 (d, 2H, J = 4. 9Hz) 
m/z (EI) : 4 6 2 [M + ] 

N- [ C6->^/Hfyi?y-2-^) ^/V| - N ' - [ [2- (3, 4, 

5- h y p« h^yy^^M try ^-4-^/1/1 i^^v • 




1- C [2- (3, 4, 5- hlM l^f^M/V) ^ 
?vu] (19 7mg) i2-^PD/^-6-^f/H;'y^y (5 

ft* : 1 0 5 m g (32%) 

'H-NMR mm&MkLXmfc, 4 0 0MHz, CDC1 3 ) 5 :2. 54- 
2. 56 (m, 7H) , 3. 13 (br, 4H) , 3. 84 (s, 2H) , 3. 
90 (s, 3H), 3. 98 (s, 6 H) , 5. 13 (s, 2 H) , 7. 22- 
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7. 2 5 Cm, 4H) , 7. 6 7- 7. 7 1 (ra, 2 H) , 8. 0 6 (d, 1 H. 
J=7. 6Hz) ,8.60 (d, 1H, J = 5. 1Hz) 
m/z (EI) : 44 8 [M + ] 

N— <i/-^-N' - [ [2- (3, 4, h*is7 = -M t'»i?y 




1- C [2- (3, 4, h^yy^/l-) ^ 

7vl/| tfX^V (10 3mg) t-M^M4 6wL) ^MUIH 

M : 2 2 m g (11%) 

'H-NMR (iiiISi LTSIJ&, 4 0 0MHz, CDC1 3 ) 5:2. 80- 
3. 62 (m, 8H) , 3. 70 (s, 3 H) , 3. 75 (s, 2H) , 3. 8 
6 (s, 6H) , 4. 23 (s, 2H> , 7. 30 (d, 1H, J=4. 6Hz 
) , 7. 35 (s, 2H) , 7. 45 (m, 5 H) , 7. 89 (s, 1 H) , 8. 
6 1 (d, 1H, J=4. 9Hz) 
m/z (EI) : 4 3 3 [M + ] 

mmm e 

N~ (4^fM/^) -N' - [[2- (3, 4, 5-h!J> K^7x 




1- C [2- (3, 4, 5- MM h^7xs^) t'V^y- 4-^/1^] 
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i-jv] t^yv^y (17 2mg) A:8tffc4 ^"O^ (9 7mg) fte% 
tl:6 3mg (1 9%) 

'H-NMR mmMMtLXmfe, 40 0MHz, CDC1,) 5 : 2. 33 ( 
s, 3H), 2. 51 (br, 8H), 3. 49 (s, 2H), 3. 56 (s, 
2H) , 3. 90 (s, 3H), 3. 97 (s, 6H) , 7. 1 1 - 7 . 23 ( 
m, 7H) , 7. 62 (s, 1 H) , 8. 58 (d, 1H, J =4. 9Hz) 
m/z (EI) : 4 4 7 [M + ] 

N- (3~.*fy!^^/V) -N' - [ [2- (3, 4, 5-MM h*^* 



1- [[2- (3, 4, 5- b U t« b^v^^/V) t°y >^>--4— / 
t?s<7i?> (1 1 3mg) ijft^3->f/Ky^ (1 1 lmg) £ £ 

tt:48mg (14%) 

'H-NMR (SfititSi: LTifflfe 4 0 0MHz, CDC1 3 ) 5:2. 36 ( 
s, 3H) , 2. 42-2. 61 (m, 8 H) , 3. 47 (s, 2 H) , 3. 5 
6 (s, 2H) , 3. 90 (s, 3H), 3. 97 (s, 6 H) , 7. 12-7. 
26 (m, 7H), 7. 64 (s, 1H), 8. 59 (d, 1 H, J = 4. 9H 
z) 

m/z (EI) : 4 4 7 [M + ] 



N- (4 - t e r t-^fA^y*» — N' - [[2- (3, 4, 




«$j8 
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l-[[2-(3, 4, 5- hy^ h^^7*=/v) * 
tVy-?y (1 7 2mg) i»4- t e r t -??-/W<y*jA> (13 6 
mg) tSrSUSWlfcPIfllfcS*^ vW«tt5rtiU^m 

«:43mg (12%) 

'H-NMR (M±&StLT«, 4 0 0MHz, CDC1 3 ) 8:1. 31 ( 
s, 9H) , 2. 50 (br, 8 H) , 3. 50 (s, 2H) , 3. 57 (s, 
2H) , 3. 90 (s, 3H) , 3. 97 (s, 6 H) , 7. 20-7. 3 4 ( 

m. 7H) , 7. 63 (s, 1H), 8. 58 (d, 1 H, J = 5. 1Hz) 

m/z (EI) : 4 8 9 [M + ] 

N _ (3-^ h^S^VvM') -N' -[[2- (3, 4, 5 - h y 7« h^v"? 




1- [[2- (3, 4, 5- MM h**/7*s/l/) hrys?y-4— r/kl ^ 
5=71/] ^yt^y (17 2mg) tJWfc 3 b^yO-v^ (12 1mg) £ 

IK* : 4 6 m g (13%) 

'H-NMR Qfitttil^ b-Caife, 4 0 0MHz, CDC1 3 ) 5:2. 4 0- 
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2. 6 2 (m, 8H) , 3. 51 (s, 2H), 3. 57 (s, 2H) , 3. 8 
1 (s, 3H), 3. 90 (s, 3H) , 3. 9 7 (s, 6H), 6. 79-6. 
91 (m, 3H) , 7. 2 0-7. 24 (m, 4H) , 7. 63 (s, 1 H) , 
8.5 9 (d, 1H, J =4. 9Hz) 
m/ z (EI) :4 6 3 [NT] 
%MM 1 0 

N- (4-=hP^» — N' - [ [2- (3, 4, 5- h !M hWx 
~/v) try ^y-4— C/V] V^yW* 2 v yjft£©£-Jifc : 

0 Me ^C0 2 H 



l-[[2-(3, 4, h^->7i^V) t'y>^y-4- f/lO ^ 

fcVSyi?^ (I13mg) t|Mb4-=. hP^O-^V (13 0mg) t £ 

H2i: 53mg (15%) 

'H-NMR GfflflSaafifc UTiilJe. 4 0 0MHz, CDC1,) 8:2. 43~ 

2. 63 (br. s, 8H) , 3. 59 (s, 2 H) , 3. 61 (s, 2H), 

3. 91 (s, 3H) , 4. 00 (s, 6H) , 7. 22 (d, 1 H, J = 4. 
9Hz) , 7. 24 (s, 2H) , 7. 51 (d, 2H, J = 8. 6Hz) , 7. 
64 (s, 1H) , 8. 17 (d, 2H, J = 8. 8Hz) , 8. 60 (d, 1 
H, J = 4. 9Hz) 

m/z (EI) : 4 7 8 [M + ] 
MMM 1 1 

N- {A-y/V^-u^y^V) -N' - C [2- (3, 4, 5-hy^ h*V7 
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MeO' 



M< 




1- [ [2- (3, 4, 5- bV * h^V7i-/l/) ^ 
?7l/) t°^7^y (17 2mg) t^{k4-7/V^-P^>i ? ;V (llSmg) £ 
SrSGIfcm ? W «i t^: J: lei WIB»mo 

Ifeg : 9 1 m g (27%) 

'H-NMR (MSSt LTM, 40 0MHz, CDC1,) 5:2. 25- 
2. 74 (m, 8H) , 3. 48 (s, 2H) , 3. 57 (s, 2H), 3. 9 
0 (s, 3H), 3, 97 (s, 6H), 6. 99 (t, 2H, J = 8. 8Hz 
) , 7. 21 (d, 1H, J=5. 1Hz) , 7. 2 4-7. 2 8 (m, 4H) , 
7. 64 (s, 1H) , 8. 59 (d, 1 H, J=4. 9Hz) 
m/z (EI) : 4 5 1 [M + ] 

l 2 

N- -N' - [ [2- (3, 4, 5- MM b*i/7*. 



i-CC2-(3, 4, 5-m;^ h^r'>7*^) try v^-4 — ^ 

if^^y (17 2mg) tlj^-^PB^^ (9 7mg) £££ 

mm 1 1 ^ y^tta r. t k £ «isfl^£#;fc 0 

l&A : 6 0 m g (17%) 

'H-NMR fflfm&kLXfflfe, 4 0 0MHz, CDC1 3 ) 8:2. 36- 
2. 62 (m, 8H) , 3. 48 (s, 2H), 3. 57 (s, 2H) , 3. 9 
0 (s, 3H) , 3. 97 (s, 6H) , 7. 18-7. 37 (m, 7H) , 7. 
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62 Cs, 1H) , 8. 59 (d, 1H, J = 5. 1Hz) 
m/z (EI) : 46 7, 469 [M + ] 

%mm 1 3 

N- (2-^00^/1/) -N' - [ [2- (3, 4, 5-MM l^V?* 



1- [[2- (3, 4, 5- h !M hdf>>7i=/U) t 
*?}V\ t°s<7i?y (I7 2mg) i:lft2-^np^y^v (8 1mg) b%m 

OA : 2 8 m g (12%) 

'H-NMR (3ffi®?t££ LT?K, 4 0 0MHz, MeOH-d 4 ) 6 : 3. 1 
1 (br, 4H) , 3. 5 7 (br, 4H) , 3. 86 (a, 3H) , 3. 98 
(s, 6H) , 4. 19 (s, 2H) , 4. 60 (s, 2H) , 7. 31 (s, 
2H) , 7. 45-7. 53 (m, 2H), 7, 59 (dd, 1H, J = 7. 9 
Hz, 1. 5Hz), 7. 76 (dd, 1H, J = 7. 4Hz, 2. OHz), 
8. 08 (d, 1H, J = 6. 2 Hz) , 8. 50 (s, 1H), 8. 76 (d, 
1H, J = 6. 2Hz) 
m/z (EI) : 4 6 7, 469 [M + ] 

N— (2, 6~^nct^^) -N' -[[2- (3, 4, 5-hyp< b^r 

vy = ~/v) t° y i>>— 4 — < /u] * \£^*J> • 2 -v w yftSo^/as 



OMe 




CI 
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CI 



l-[[2- (3, 4, h**>7*-A>) t'U^>-4-^/U] * 

*A,-\ t^9i?ls (I72mg) iJWfc2, 6-^PP^^(H4mg 

JKft : 1 3 8 m g (19%) 

'H-NMR («SSirLT«, 4 0 0MHz, CDC1 3 ) 8:2. 36- 
2. 5 5 (m, 4H) , 2. 5 8-2. 8 4 (m, 4 H) , 3. 54 (s, 2H 
) , 3. 56 (s, 2H)\ 3. 90 (s, 3 H) , 3. 97 (s, 6H) , 7. 
12 (t, 1H, J = 8. 0Hz) , 7. 2 0-7. 3 0 (m, 5 H) , 7. 6 
4 (s, 1H), 8. 59 (d, 1H, J = 5. 1Hz) 
m/ z (EI) : 5 0 1, 503, 505 [M + ] 

mmm 1 5 

N- — N' — [ [2 — (3, 4 , 5- h J) ^ h^v^ 




1- C [2- (3, 4, 5 - hV ^ h^v"7^^V) t°y ^y_4_^^] ^ 
?vl/) tf-^i^ (2 4 7mg) H-^on^f/Vtl^y (9 2mg) 

: 1 7 0 m g (35%) 
'H-NMR (ffimmtLXm, 4 0 0MHz, CDC1 3 ) 6:2. 39- 
2. 68 (m, 8H) , 3. 51 (s, 2 H) , 3. 58 (s, 2H) , 3. 9 
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0 (s, 3H) , 3. 97 (s, 6H) , 7. 22 (d, 1 H, J = 5. 1Hz 
) , 7. 25 (s, 2H) , 7. 27 (d, 2H, J = 5. 5H Z ) , 7. 64 
(s, 1H) , 8. 53 (d, 2H, J = 6. 1Hz) , 8. 60 (d, 1 H, 

J =4. 9Hz) 

m/z (EI) : 4 3 4 [M + ] 

mmm 1 e 

N- (2-^7^M^V) -N' -[[2- (3, 4, S-MMh**^ 

^C0 2 H 

1- [[2- (3, 4, 5- h y * Y^yy^^jv) t°!)i?y-4—<(frl * 
^;V) \?s<?i?y (17 2mg) t 2 ^/^7? uy (I3 2mg) 

tilM : 3 4 m g (10%) 

'H-NMR mmm.mtLXW)M, 4 0 0MHz, CDC1 3 }5:2. 43- 
2. 6 8 (m, 8H) , 3. 5 7 (s, 2H) , 3. 6 9 (s, 2 H) , 3. 9 
0 (s, 3H) , 3. 96 (s, 6H) , 7. 21 (d, 1H, J=4. 9Hz 
) , 7. 23 (s, 2H) , 7. 4 4-7. 4 9 (m, 3 H) , 7. 63 (s, 
1H) , 7. 7 3 (s, 1H), 7. 7 9-7. 8 3 (m, 3H) , 8. 5 9 ( 
d, 1H, J-5. 1Hz) 
m/z (EI) : 4 8 3 [M*] 

mmm 1 3 

2- (3, 4, * h*y-y^^) £&«rc?vM£>£j& : 
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3, 4, 5- hy^f h^5/7 3i^yl/3j?oy» (7. 1 g) i2-^o*SAf 

aft^/v (7. o g ) t»ju»«u aw&fk^srftfc. 

itZft : 4 . 1 6 g (43%) 

'H-NMR (4 0 0MHz, CDC1,) 5:1. 02 (t, 3 H, J = 7. 1 
Hz) , 3. 83 (a, 3 H) , 3. 86 (s, 6 H) , 4. 09 (q, 2H, 
J = 7. 1Hz) , 6. 52 (s, 2H) , 7. 36-7. 29 (m, 3H), 
7.7 4 (d, 1H, J = 7. 8Hz) 
MitW 1 4 

2- (3, 4, 5~ h ] J* h^-i/yx.—M *<y*?tVTA'^^ JV<0&$L : 



2- (3, 4, B-hypt SASfti^ (6 5 5mg) £ 

mm 2 <t mmK%m u wmt&b&mit. 

HXfi: 6 3 Omg (Sttfi) 

'H-NMR (4 0 OMHz, CDC 1 ,) 5; 3. 85 (s, 6H), 3. 90 
(s, 3H), 4. 61 (s, 2H), 6. 61 (s, 2H) , 7. 2 6-7. 
39 (m, 3H) , 7. 53 (d, 1 H, J = 6. 8 Hz) 

mm 1 5 

2- (3, 4, 5 - b f J * ^Hn!)K©^: 
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2- (3, 4, 5- b ] J * h*^7^~/U) ^^7^3^ (6 3 0mg 

) &9mm 3 1 mm^&m u m&ik&m&ffit 0 

1RM : 6 1 5 m g (39ffift) 

'H-NMR (4 0 0MHz, CDC1 3 ) 3:3. 87 (s, 6 H) , 3. 90 
(a, 3H), 4. 53 (s, 2 H) , 6. 66 (s, 2H), 7. 2 9-7. 
3 2 (m, 1H) , 7. 3 4-7. 3 9 (m, 2 H) , 7. 5 0-7. 5 2 (m, 
1H) 

$mm 1 7 

N- [2- (3, 4, 5- h y b*is7x^/U) -<y^/U] -N' - [[2~ 



1- [[2- (3, 4, 5- hp;* h^i^^/U) bry^-4->f^] p< 
f-jV] t's<Ji?> (I0 3mg) t2~ (3, 4, 5 ~ h J) * b **yy ^-fr) 

^Woy K (1 14mg) «t^HiS0iJli:TOc^$^ 

M : 5 2 m g (24%) 

'H-NMR mnmmtLXUm, 4 0 0MHz, CDC1 3 ) 5:2. 3 5- 
2. 63 (m, 8H), 3. 44 (s, 2 H) , 3. 55 (s, 2H), 3. 8 
6 (s, 6H) , 3. 90 (s, 3H), 3. 91 (s, 3 H) , 3. 97 (s, 
6H) , 6. 68 Cs, 2H) , 7. 20 (d, 1 H, J = 5. 1Hz) , 7. 
2 4 (s, 2H) , 7. 2 8-7. 3 6 (m, 3H) , 7. 4 7 (s, 1 H) , 
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7. 62 (s, 1H) , 8. 59 (d, 1H, 1Hz) 
m/z (EI) : 5 9 9 [M f ] 

3- (3, 4, 5- bV* ^B^^/VCO^ : 



3, 4, 5- YV* Y*i/y=t=z;^viym (3. 7g) i3-yp^^g,# 

(4. 0 2 g ) esaawi tw^s^^ mmt^m^wz. Q 

HSl : 5. 0 9 g (9 2%) 

'H-NMR (400MHz, CDC1 3 ) 5:1. 42 (t, 3H, J = 7. 1 
Hz) , 3. 90 (s, 3H) , 3. 94 (s, 6 H) , 4. 41 (a, 2H, 
J = 7, 1Hz) , 6. 79 (s, 2H) , 7. 50 (t, 1 H, J = 7. SH 
z) , 7. 73 (dt, 1H, J = 7. 1Hz, 1. 5Hz) , 8. 01 (dt, 
1H, J = 7. 8Hz, 1. 4Hz) , 8. 23 (t, 1 H, J = l. 8Hz) 

mmm 1 7 

3- (3, 4, 5- MM h^^7^^./V) ^V^7/U=i- /KZ5-8*J5)c : 



3- (3, 4, 5- by pi h*i/7*=/V) Sf?A*»3i^ (5. 0 9g) £ 
M : 4. 2 5 g (9 7%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 1. 87 (t, 1 H, J = 6. 0 
Hz) , 3. 89 (s, 3H) 3. 92 (s, 6 H) , 4. 76 (d, 2H, J 
= 5. 6Hz) , 6. 77 (s, 2H) , 7. 34 (d, 1H, J=7. 4Hz 
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) , 7. 42 (t, 1H, J = 7. 5Hz) , 7. 48 (d, 1 H, J=7. 6 
Hz) , 7. 5 5 (s, 1H) 

3- (3, 4, 5- b!J ^ h^r^7ai-/V) ^y^/V^a U Kco^ : 




3- (3, 4, 5- hy ^ s<-yi>/VTjVzi— iV (1. 21g 

iKft ; 8 9 3 m g (69. 2 %) 

"H-NMR (4 0 0MHz, CDC 1 3 ) 5:3. 87 (s, 3H), 3. 90 
(s, 6H), 4. 62 (s, 2H), 6. 75 (s, 2 H) , 7. 33 (d, 
1H, J = 7. 6Hz) , 7. 39 (t, 1H, J = 7. 7Hz) , 7. 48 ( 
d, 1H, J = 7. 6Hz), 7. 54 (s, 1 H) 

H«J 1 8 

N- [3- (3, 4, 5- HJ ^ bdfV7x=/V) -N # ~CE2- 
(3, 4, 5- h y 7< x.=-/l>) t°y v ? >--4-" f/V] jtfvv] tf^^v? 

V • 2 7?«©^ : 




OMe 



l-[[2-(3, 4, 5- b y * Y^yy^fV) }£\)*?V-A-' {M* 
7W] \*<<9i?l/ (2 7 4mg) t3- (3, 4, 5 - b y b=SrV7^=/V) 
^y^oy K (19 3mg) 
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M : 2 3 9 m g (44%) 

'H-NMR {y-^/VW^b LXWnL, 4 0 0MHz, DMSO-d 6 ) 5 :2. 
4 8-2. 5 2 (m, 8 H) , 3. 59 (s, 4H) , 3. 76 (s, 3 H) , 
3. 78 (s, 3H), 3. 86 (s, 6H), 3. 88 (s, 6H) , 6. 6 



8. 52 (d, 1H, J =4. 9Hz) 
m/z (EI) : 5 9 9 [M + ] 

'%mm 1 9 

l-[[2-(3, 4, 5-hV th^is?*^) 4 — f/v] ^ 



4-^nPp*^-2- (3, 4, 5- ^ h*f7^~M t°y^>(5 
88mg) i^tT^i?^ (8 0 1mg) t *Stt3&W 4 t RI#£&Sl U 1MB 

M:4 3 6mg (61%) 
2»J 1 9 

N— [3— (3, 4, 5-hy?« h*V73i=/l') ^y^/U-] -N' - [ [2- 
(3, 4, 5- MM f/P] ptfvu] **t 0 ^ 

9i?y • 2 7?«©^| : 



1- [ [2- (3, 4, 5- hy^ tfUt?V-4-'f/V] ^ 

39 



3 (a, 4H) , 6. 85 (s, 2H) , 7. 21-7. 35 (m, 3 H) . 7. 



3 3 (s, 2H) , 7. 4 6-7; 5 1 (m, 2H) , 7. 7 3 (s, 1H) , 
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*=etf^7v?y (2 5 7mg) £3-(3, 4, 5 - MM b :r ^ 

/u) ^/^ay k (2i0mg) <b £H«J 1 1 mmzKi&Z^ y^jvWt 

HXS: 2 4 8mg (41%) 

'H-NMR (7-?)VmM.k fCWS, 4 0 0MH X , DMSO-d 6 ) 5:1. 
7 8-1. 8 4 (m, 2H) , 2. 7 7-2. 8 3 (m, 8H) , 3. 76 (s, 
3H) , 3. 76 (s, 2H) , 3. 77 (s, 2H) , 3. 78 (s, 3H) , 
3. 86 (s, 6H) , 3. 87 (s, 6 H) , 6. 63 (s, 4H) . 6. 8 
5 (s, 2H) , 7. 23 (d, 1H, J=4. 9Hz) , 7. 28-7. 36 
(m, 2H), 7. 33 (s t 2H), 7. 46 (dt, 1H, J = 7. 6Hz, 
3. 2Hz) , 7. 55 (s, 1 H) , 7. 75 (s, 1 H) , 8. 52 (d, 
1H, J = 4. 9Hz) 
m/z (EI) : 6 1 3 [M + ] 
§Siii0iJ 2 0 

4- (3, 4, 5-hU^h^7i^) £&«=7vP©^$ : 



3, 4, 5-M 7< h^^x^py® (2. Olg) H~/n^l 

m^^/v (2. 2 9g) wiuwtas^, mmit^m^mu 

: 2 . 9 9 g (95%) 
'H-NMR (4 0 0MHz, CDC1 3 ) 6:1. 42 (t, 3H, J = 7. 2 
Hz) , 3. 90 (s, 3H) , 3. 94 (s, 6 H) , 4. 38 (q, 2H, 
J =7. 2 Hz), 6. 81 (s, 2H), 7. 62 (d, 2H, J =8. 2H 
z) , 8. 10 (d, 2H, J = 8. 2H z) 

mmw2 1 
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4~ (3, 4, 5 - bl) > h*f7 ^l/^/VTJV^— ;V<D&I& : 



4- (3, 4, 5-hiM h^^7x=/H go&f^fvl/ (2. 9 9 g) & 
iRft : 1. 83g (7 1%) 

mm 2 2 

4- (3, 4, 5- hi> * h^v^^—yv) ^v^Mn!) R<Z>-g*Efe : 



4- (3, 4, h^-V^oi^V) ^y^7^3^ (1. 8 3g 

Jfcft : 1. 6 5 g (8 4%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 3. 90 (s, 3 H) , 3. 93 
(s, 6H) , 4. 65 (s, 2H) , 6. 77 (s, 2H) , 7. 46 (d, 
2H, J = 8. 0Hz) , 7. 55 (d, 2H, J=8. 0Hz) 

mmm 2 0 

N— [4- (3, 4, 5- hV* b^yzr.=-/V) ^V^/V] — N' - [ [2- 
(3, 4, 5-hU t hdf'X7*=A') try ^V-4->r^] 7< t^^v 5 



1- [[2- (3, 4, b^^^^v) ^ 

41 




.OH 
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?VV] V^itls (3 4 3mg) tmt4~ (3, 4, 5 - hV * b 

M -<y^/u (2 9 3m g ) tzmnmi kmmvi%.}&&^ vw^«tt 

5 r. £ J; 5 «IBffc;£4l5*»fc. 
HXft : 1 6 9mg (4 1%) 

'H-NMR 4 0 0MHz, DMSO~d 6 ) 6:2. 

79 (t, 4H, J=4. 9Hz) , 3. 03 (t, 4 H, J = 5. 1Hz) , 
3. 76 (s, 3H) , 3. 78 (s, 3 H) , 3. 79 (s, 2H) , 3. 8 
7 (s, 6H) , 3. 89 (s, 6 H) , 4. 09 (s, 2 H) , 6. 14 (s, 
4H) , 6. 91 (s, 2H) , 7. 28 (d, 1 H, J=4. 9Hz) , 7. 
36 (s, 2H) , 7. 49 (d, 2H, J = 8. 4Hz) , 7. 68 (d, 2 
H, J =8. 4Hz), 7. 80 (s, 1 H) , 8. 60 (d, 1H, J = 5. 
1Hz) 

m/z (EI) : 5 9 9 [M + ] 

2 -7x^/f y-af-ylftjc^o^ : 



7 ^ P>-^ (14 7mg) i2-^na^yr:nfytxf/v (2 0 0 
mg) ^IIWU^WU «5SWb-g*S:#fco 
UM. : 2 3 0 m g ( 9 4 %) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:1, 43 (t, 3H, J = 7. 1 
Hz) , 4. 44 (q, 2H, J = 7. 2Hz) , 7. 42-7. 51 (m, 3 
H) , 7. 77 (dd, 1H, J = 5. 0Hz, 1. 5Hz) , 8. 04-8. 
06 (m, 2H) , 8. 29 (d, 1 H, J = l. 0Hz) , 8. 83 (d, 1 
H, J = 0. 8Hz) 
3H&0II2 4 
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*OH 



2-7^/Ky = 3fy|i^ (2 3 0mg) W]2i:»&IL, 

filiated* £»fc 0 

lfc£: 1 6 5rag (8 8%) 

'H-NMR (4 0 OMHz, CDC 1 3 ) 5 : 4. 74 (s, 2H) , 7. 2 2 
(d, 1H, J = 4. 5Hz), 7. 66-7, 70 (m, 4H), 8. 01 ( 
d, 2H, J = 8. 4Hz) , 8. 56 (d, 1 H, J = 5. 1Hz) 

mm 2 5 

4-^ p P^^/l—2-y^=^t°y v'yco^ : 



4-t Kp^C/^/v- 2-7^/1^ (I6 5mg) &SSii0!l 3 £ |^ 
te:167mg (92%) 

l H — NMR (4 0 0MHz, CDC1 3 ) 6:4. 56 (s, 2 H) , 7. 22 
(d, 1H, J =4. 9Hz) , 7, 39-7, 49 (m, 3H), 7. 71 ( 
s, 1H) , 7. 99 (d, 2H, J=7. 0Hz) , 8. 66 (d, 1 H, J 
= 4. 9Hz) 
H»2 1 

N— [ (2-7x^Vfcry ^V-4— f/P) ^^/U] — N' - [ [2- (3, 4, 
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Mf 



MeO' 




1- [ [2- (3, 4, 5- MM h**?*-*) VDW-t-'trt * 
fvKl t^v^ (2 2 6mg) t 4-^nt3^^-2-7^^t o y ( 

io2m g ) hzmnm-Ltm^mis^ 7v,ymb-rz>z.b£.s.m& 

; 1 3 3 m g (36%) 
'H-NMR 4 0 0MHz, DMSO-d 6 ) 5:2. 

49 (s, 8H) , 3. 56 (s, 4 H) , 3. 73 (s, 3H) , 3. 83 ( 
s, 6H) , 6. 59 (s, 4H) . 7. 17-7. 20 (m, 2 H) , 7. 2 
9 (s, 2H) , 7. 3 2-7. 4 2 (m, 3 H) , 7. 69 (s, 1 H) , 7. 
72 (s, 1H) , 7. 96 (s, 1 H) , 7. 98 (s, 1 H) , 8. 48 ( 
d, 1H, J = 4. 9Hz) , 8, 51 (d, 1H, J = 5. 1Hz) 
m/z (EI) : 5 1 0 [M + ] 

mmm 2 6 

2 _ (4~^^7x^) Yy^^fyfxf/KO^: 



4-^/V7x^pyi (16 1mg) 
yv ( 2 0 0 m g ) t *Wm 1 t flffKi&fflU «<b£«#7t 0 
HXft : 2 3 9 m g (92%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 6:1. 40 (t, 3H, J = 7. 1 
Hz) , 2. 38 (s. 3H) , 4. 41 (q, 2H f J = 7. 2Hz) , 7. 
27 (d, 2H, J = 7. 7Hz) . 7. 72 (d, 1 H, J = 5. 1Hz) , 
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7. 94 (d, 2H, J=8. 2Hz) , 8. 25 (s, 1 H) , 8. 78 (d, 
1H, J = 5. 1Hz) 



2- (4-^f^7i^) /fy^afySaf/v (2 3 9mg) £M#j2 
JRft : 1 9 0 m g (96%) 

'H-NMR (400 MHz, CDC1 3 ) 6:2. 34 (s, 3H) , 4. 62 
(s, 2H) , 7. 06 (d, 1H, J=4. 9Hz) , 7, 19 (d, 2H, 
J = 7. 8Hz), 7. 56 (s, 1H), 7. 73 (d, 2H, J = 7. 8H 
z) , 8. 43 (d, 1H, J =4. 9 Hz) 
m&M2 8 

4-^13^^-2- (4-^f^7i=;v) tfJJ^V©^: 



4-tKo^f/l'-2- fc°U^y (19 0mg) 

: 1 7 8 m g (86%) 

mmm2 2 

N- C [2- (4-^^/V^^^/V) f!) t?V-4— — N' - [ 

[2- (3, 4, 5- wsy-A-xffr] tr 
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MeO' 



MeC 




'Me 



l-[[2-(3, 4, 5- hy / Y*i/-73L~;V) t? y fA>l 
^f-yv] t>^^> (2 8 9mg) (4-^^V7^ 

t°»vy (i8 3m g ) b%mmmikmm&Bim&i£, ^wyiii 

l&fi : 3 2 3 m g (51%) 

'H-NMR ("7K L"C$Jjg, 4 0 0MHz, DMSO-d 6 ) 6:2. 

37 (s, 3H) , 2. 8 5 (br, 8H), 3. 78 (s, 3H), 3. 89 
(s, 6H) , 3. 90 (s, 2H), 4. 08 (s, 2H) , 6. 16 (s, 
4H) , 7. 28-7. 31 (m, 4H), 7. 36 (s, 2H) , 7. 8 3- 
7. 84 (m, 2H) , 7. 94 (d, 2 H, J = 8. 4Hz) , 8. 61 (d, 
2H, J = 5. 1Hz) 
m/z (EI) : 5 2 4 [M*] 
fit&ffll 2 9 

2- (2-^ b^-v-^^^U) y~^V@^g\>U<D^-j& : 



2-^ ^V7i^'DVt (1. 0 0g) H-^DO'f y^^fy^x 
?vMl. 2 0g) t^fc^fflU *»ffc£4fefc#fc. 

iKfi : 4 8 0 m g (28%) 
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,OMe 



'OH 



2- (2-* h^7x=/U) ^y^nfyfxf/l/ (4 8 0mg) 
JfXft : 2 0 6 m g (51%) 

mmm 3 1 

4-^PP^/^2- (2-^ 1**^7 tfy^^CO^: 



4-fc (2-7« If!)^ (2 0 6mg 
Hi: 143mg (64%) 

'H-NMR (4 0 OMH z, CDC1 3 ) 5 : 3. 8 6 (s , 3 H) , 4 . 58 

(s, 2H) , 7. 00 (d, 1H, 3 = 7. OHz) , 7. 06-7. 10 ( 

m, 1H) , 7. 23 (d, 1H, J = 3. 3Hz), 7. 36-7. 38 (m, 

1H) , 7, 77 (dd, 1H, J = 7. 6Hz, 2. OHz) , 7. 83 (s, 

1H) , 8. 6 8 (d, 1H, J = 5. 1Hz) 

mmm 2 3 

N- [ [2- (2-/ 'x-M t a U i?^-4-> fyu] >^7Kl -N' ~ 

[ [2- (3, 4, 5- hiM h^f'>7*^V') ey^v-4-^r^] ^^/v] 

OMe -C0 2 H 



1- [ [2- (3, 4, 5- MM mr^^*^) \?])i?y-4-4sl>] ^ 
Tvl/] t^7i;y (6 6mg) (2 h*^^ 
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/u) t°9i?> (4 5mg) tWJi^Si:gg^t ^W^ifiitS 

l&ft : 5 4 m g (36%) 

'H-NMR (M^SiLTiJ^, 4 0 0MHz, CDC1 3 ) 5:2. 9 0- 

3. 2 5 (m, 8H) , 3. 58 (s, 4H) , 3. 84 (s, 3H), 3. 9 

0 (s, 3H) , 3. 97 (s, 6H) , 7. 00 (d, 1 H, J = 8. 2Hz 

), 7. 07 (m, 1H), 7. 19-7. 24 (m, 4H) , 7. 33-7. 

4 0 (m, 1H) , 7. 6 4 (s, 1H) , 7. 7 2-7. 7 4 (m, 2 H) , 

8. 60 (d, 1H, J = 5. 1Hz) , 8. 62 (d, 1 H, J=4. 5Hz 
) 

m/z (EI) : 5 4 0 [M*] 

mmm 3 2 

2- (3-^ h*tx/7^~M 4 y-a^m^/WD&lfc : 



3-^hWs^#ny» (1. 0 0g) t2-^^y = afySi 
3VV ( 1 . 20g) t frfi&ft 1 t lU^&S U *Cfls£#l«:ftfc„ 
KXft : 7 9 Omg (4 7%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:1. 43 (t, 3H, J = 7. 1 
Hz) , 3. 88 (s, 3H) , 4. 44 (q, 2H, J=7. 1Hz) , 6. 
99 (d, 1H, J = 8. 2 Hz), 7. 39 (t, 1H, J = 7. 9Hz), 
7. 5 9- 7. 6 4 (ra, 2 H) , 7. 78 (d, 1 H, J = 5. 1Hz) , 8. 
28 (s, 1H), 8. 81 (d, 1H, J =4. 9Hz) 

mmms3 

4-t Kpdri^^/U-2- (3-^ h*V7x^) trys?VO^jft: 
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Met 




s OH 



2- (3-^ -fy^D^yg^fvV (7 0 5mg) £@»J 

HXft : 3 2 4 m g (55%) 
3 4 



4-tFD^f^-2- (3-^h^^7^~yW) tf^i>y (3 2 4mg 
J&fl; : 2 4 7 m g (70%) 

'H-NMR (4 00MHz, CDC1,) 5:3. 17 (s, 3H) , 4. 56 
(s, 2H) , 6. 97 (d, 1H, J = 7. 2Hz) , 7. 22 (d, 1 H, 
J = 5. 1Hz) , 7. 37 (t t 1H, J = 7. 9Hz) , 7. 53-7. 5 
9 (m, 2H) , 7. 70 (s, 1 H) , 8. 66 (d, 1H, J = 5. 1Hz 
) 

mnm 2 4 

N- [ [2- (3-t< h^r^^^^) ,t°y v f y-4--t';V] ^l/] — N' - 
[ [2- (3, 4, 5- bV?* h^7i^) t°y v>>--4 — f/P] 7<^] 

OMe ^C0 2 H 



1- [[2- (3, 4, 5- h y t Ki/7s^) t°y ^V-4-^y>] ^ 
fvl>] t^7i;y (2 16mg) t4^nn^;V-2- (3->h^V73i 
49 
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t°y-^ (i47m 6 ) tmrnmi kmrn^Kfoz^ -7K>ist 

HX* : 1 5 7mg (3 2%) 

'H-NMR (®MS£LT«, 4 0 0MHz, CDC1 3 ) 5:2. 46- 
2. 64 (m, 8H) , 3. 57 (s, 2H) , 3. 58 (s, 2H) , 3. 8 

8 £ s , 3 H) , 3. 90 (s, 3 H) , 3. 96 (s, 6H), 6. 96 (d, 
1H, J = 7. 4Hz) , 7. 2 2-7. 25 (m, 4 H) , 7. 35-7. 3 

9 (m, 1 H) , 7 . 5 4-7. 60 (m, 2H) , 7 . 65 ( s , 1 H) , 7 . 
7 0 (s, 1 H) , 8. 5 9-8. 6 1 (m, 2 H) 

m/z (EI) : 5 4 0 [M + ] 

mm<\ 3 5 

2- (4-> h^«>7i=^) I'y-a^V^^O'g'fife : 



4-p< V**s7x.~Jl>tfn>fk (1 7 9m g) i V-nfy|x 

3vi/ c 2 o o m g ) t 1 1 mm\mm u mmik&®%nit a 

«: 225mg (8 1%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:1. 42 (t, 3 H, J = 7. 1 
Hz), 3. 85 (s, 3H) , 4. 43 (q, 2H, J=7. 1Hz), 7. 
00 (d, 2H, J = 8. 6Hz), 7. 70 (dd, 1H, J = 5. 0Hz), 
8. 01 (d, 2H, J = 8. 6Hz) , 8. 22 (s, 1 H) , 8. 77 (d, 
1H, J = 5. 1Hz) 



Me< 




Met 
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2- (4-^h^>7x^V) ^yx3fyS(2 2 7mg) 2 £ P 

IRS : 1 8 4 m g (97%) 

'H-NMR (40 0MHz, CDC1 3 ) 3:3. 80 (s, 3 H) , 4. 65 
(s, 2H) , 6. 91 (d, 2H, J = 8. 8Hz) , 7. 06 (d, 1 H, 
J =4. 1Hz) , 7. 55 ( 8| 1H), 7. 81 (d, 2 H, J = 8. 8H 
z) , 8. 4 5 (d, 1H, J = 5. 1Hz) 

7 

4-^qp^f;V-2- (4-^ h^rv^^^/V) If U ^©^fife : 



4~tKn^f;K2- (4 h^^^^) tfUv^V (18 4mg 

JfcS : 1 7 6 m g (88%) 
3»J 2 5 

N- [ [2- (4~^ h^i/7a;^) t'D ^-4 — f/V] ^ ^] -N' - 
[[2- (3, 4, 5-MJ^f^^7x^) try v?y-4— f/V] 
t°^y S?^ • 2 7^vl'ife£W)£rit : 

OMe -X0 2 H 



1- [ [2- (3, 4, 5- by ^ h o y i?y-4-' f/kl 7< 

t'^v/y (2 16mg) t4-^PP>fyW2- (4-^b^rv / 7^ 
-/V) \+V*J-y (14 7mg) i^»Jl^IW$^ 77;Hgtt 
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JRS : 1 5 7 ra g (32%) 

'H-NMR {y*M&&b LXMfe, 4 0 0MHz, DMSO~d 6 ) 6:2. 
49 (s, 8H) , 3. 55 (s, 2 H) , 3. 57 (s, 2 H) , 3. 73 ( 
s, 3H) , 3. 78 (s, 3H), 3. 83 (s, 6H), 6. 60 (s, 4 
H) , 6. 97 (d, 2H, J = 8. 8Hz) , 7. 14 (d, 1 H, J=4. 
9Hz) , 7. 19 (d, 1H, J = 4. 9Hz), 7. 30 (s, 2H). 7. 
66 (s, 1H) , 7. 72 (s, 1 H) . 7. 93 (d, 2H, J = 8. 8H 
z) , 8. 47 (d, 1H, J=4. 9Hz) , 8. 50 (d, 1 H, J=4. 
9H z) 

m/z (EI) : 5 4 0 [M + ] 

mmms s 

2- (3, 4-i^ ^y^nfy^f;v^: 



3, 4-^ h^>7i^nyi (2 1 5mg) t 2 P n>f y^3^- 
y&^/V ( 2 0 0 m g ) t 1 t mm^M U WBfc'&*fc»;fc. 

iRfi : 2 7 7m g (9 0%) 

'H-NMR (4 00MHz, CDC1 3 ) 5:1. 35 (t, 3H, J = 7. 1 



J = 7. 2Hz) , 6. 89 (d, 1 H, J = 8. 6Hz) , 7. 52 ( d d , 
1H, J = 8. 4Hz, 2. 1Hz) , 7. 64 (dd, 1 H, J=4. 4Hz, 
1 . 4Hz), 7. 64 (s, 1H), 8. 16 (s, 1H), 8. 70 (d, 
1H, J = 4. 9Hz) 

mtM 3 9 

2- (3, b*V7x-=-M -4-tFo^^t s l)^ytDM: 




Hz) , 3. 86 (s, 3H) , 3. 92 (s, 3H) , 4. 36 (q, 2H, 
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MeC 



2- (3, 4~v^ b^-v-^^^V) -< ysaf /u (2 2 7mg) & 

fti; 20 9rag (88%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:3. 82 (s, 3 H) , 3. 88 
(s, 3H), 4. 62 (s, 2H) , 6. 82 ( d , 1 H, J = 8. 4 Hz) . 
7. 03 (d, 1H, J = 4. 7Hz) , 7. 34 (dd, 1 H, J = 8. 3H 
z, 1. 9Hz) , 7. 50 (d, 1H, J = l. 8Hz) , 7. 54 (s, 1 

H) , 8. 4 2 (d, 1H, J =4. 9Hz) 

mmu o 

4 n p^fvw- 2 - (3, 4-^ fWi-/!') fcT V 5? : 



2- (3, 4-i^> -4"tKo^>f;Vt^v?y (2 0 

9m g ) zmmmzbmmmmu wmfc-smntc 

ifetft : 1 7 8 m g (80%) 
6 

N- [ [2- (3, 4-vM hdri/7^^) t°y i?^-4-^^] *7vV] - 
N' - [ [2- (3. 4, 5- b y * AO t°y v=V-4— -f/V] ^ 

fvU] fc^yi^V - 2 7^;*SoM : 
OMe X0 2 H 



1- [[2- (3, 4, 5- b!M Y**S7*~M WW-A-4JV\ / 
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5vl/] t°s<7i/y (2 2 6mg) t4-^PO^f/l — 2- (3, 
^yy^jV) fc^v^V (13 2mg) £ ~k%W^\ 1 t I^#{-1HJS$^ 

l!ii:189ing (47%) 

'H-NMR (77^^X1^, 4 0 0MHz, DMSO-d 6 ) 5 ;2. 
49 (s, 8H) , 3. 55 (s, 2H) , 3. 56 (s, 2H), 3. 73 ( 
s, 3H) , 3. 78 (s, 3H) , 3. 81 (s, 3 H) , 3. 83 (s, 6 
H) , 6. 59 (s, 4H), 6.-98 (d, 1H, J = 8. 3Hz), 7. 1 
4 (d, 1H, J=4. 9Hz) , 7. 18 (d, 1 H, J=4. 9Hz) , 7. 
29 (s, 2H) , 7. 53 (dd, 1 H, J = 8. 3Hz, 2. 2Hz) , 7. 
62 (d, 1H, J=2. 2Hz) , 7. 66 (s, 1 H) , 7. 70 (s, 1 
H) , 8. 46 (d, 1H, J = 5. 1Hz) , 8. 49 (d, 1 H, J=4. 
9Hz) 

m/z (EI) : 5 7 0 [M T ] 

mmu i 

2- (3, 4, 5- h!J^ hWx^) =3fySxf;v©^ : 



3, 4, b^'>7x^ayi (6 94rag) i2-^nox3 

spy^ufvv (6 0 8mg) £»m£JTO-K&£-£, TOfls3#&#fc„ 
feft : 7 9 9 m g (77%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:1. 10 (t, 3H, J = 7. 2 
Hz) , 3. 89 (s, 9H) , 4. 19 (q, 2H, J = 7. 2Hz) , 6. 
79 (s, 2H), 7. 34 (dd, 1H, J = 7. 8Hz, 4. 8Hz), 8. 
06 (dd, 1H, J = 7. 8Hz, 1. 7Hz), 8. 75 (dd, 1 H, J 
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= 4. 8Hz, 1. 7 Hz) 

3-tKp^f^-2- (3, 4, fmx^/v) try^© 



2- (3, 4, 5- h y > hWxSA') ^n^V^zn^/V (4 6 8mg) 
iKfi: 2 9 3mg (72%) 

'H-NMR (4 0 0MHz, CDC 1 3 ) 5:3. 90 (s, 9H) , 4. 72 
(s, 2H) , 6. 83 (s, 2H) , 7. 32 (dd, 1 H, J=7. 9Hz, 
4. 8Hz) , 7. 92 (dd, 1H, J=7. 9Hz, 1. 7Hz) , 8. 6 
2 (dd, 1H, J = 4. 8Hz, 1. 7Hz) 
Ui»j4 3 

3-^pp^f/V-2- (3, 4, 5- h y ^ h*V7i^) tf y 5? V60^ 



3-tFP^f^-2- (3, 4, 5- hy ^ h^v/7^-/V) t°y^^ 
( 2 9 3 m g ) £§m#<J 3 t L, ff l2^£«^fco 

« : 3 1 1 m g GSMS) 
WJ2 7 

N- C [2- (3, 4, 

A-] -N' - [[2- (3, 4, 5-MJ^b^i^7x^) 
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MeC 




% OMe 



OMe 



1- [[2- (3, 4, 5- hV* h^7s=^) t'y v?V-4— f/W] ^ 
fvl/] fcV^^y (10 3mg) t3-^DP7<^-2- (3, 4, 5 - h V 
/■Y^yy^jV) (8 8mg) t 1 <^»£Ofr£^ W 

M : 2 2 m g (10%) 

'H-NMR mmt&Mtl,X%m, 4 0 0MHz, CDC1 3 ) 8 :2. 54 ( 
br, 8H) , 3. 58 (s, 4H) , 3. 90 (s, 3 H) , 3. 91 (s, 
3H) , 3. 96 (s, 6H) , 3. 97 (s, 6 H) , 7. 21 (br, 1H 
) , 7. 23 (s, 4H) , 7. 61-7. 68 (m, 2 H) , 7. 72 (d, 
1H, J = 8. 4Hz), 8. 56-8. 62 (m, 2H) 
m/z (EI) : 6 0 0 [M + ] 

mmu 4 

6- (3, 4, 5- hV /■ b^^7x^V) 



3, 4, 5-MJ^h^>7x^cyi (1. 16g) 
fyfxf/p (i. 0 2g) M^lfcRfiSfc^i**, fl«Bfca*«:#fc. 
IRS : 1. 4 2 g (8 2%) 

■H-NMR (4 0 0MHz, CDC1 3 ) 6:1. 43 (t, 3H, J = 7. 2 
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Hz) , 3. 92 (s, 3H) , 3. 98 (s, 6 H) , 4. 44 (q, 2H, 
J = 7. 2Hz) , 7. 32 (s, 2H) , 7. 76 (d, 1H, J = 8. 3H 
z) , 8. 33 (dd, 1H, J = S. 2Hz, 2. 2Hz) , 9. 26 (d, 
1H, J = 2. 2Hz) 
»4 5 

5-fc Kn^v^fvl— 2- (3, 4, 5 - b V * hdrvO^-zU) t a y >V« 



6- (3, 4, 5 - h !J ^ I«^'>7x=/V) =nf V^xf /V (6 5 8mg) 

4 8 2m g (8 5%) 
'H-NMR (4 OOMHz, CDC 1 3 ) S : 3. 91 (s, 3 H) , 3 . 97 
(s, 6H) , 4. 76 (s, 2H) , 7. 23 (s, 2H) , 7. 68 (d, 
1H, J = 7. 4Hz) , 7. 78 (dd, 1H, J = 7. 4Hz, 2. 3Hz 
) , 8. 6 3 (d, 1H, J = 2. 3Hz) 

9mm 4 6 

5-^BO>f;H2- (3, 4, 5 - h M h *is7*^M tfJIS^Ofr/ft 



5-tKP^f^-2- (3, 4, 5- h^3/7at=/V) fJJ i; 

(6 8 5 mg ) sr«3g«3i:iai»^au wmik&mzmca 

:717rag (III) 




Me( 



Me( 
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&tt0j2 8 

N- [ [2- (3, 4, 5- hy ^ h ^3^7*^/1') f JJ 5 -- iVv] ^ ^ 

zi/j _ N / _ [ [ 2 _ ( 3> 4> 5 h hdrv^y^^) t ° y ^y- 4 ->f ;v 




l- [[2- (3, 4, * f^7*=/t/) try ^ 

f/l^] tXy^y (io3mg) i:5-^PP^f;v-2- (3, 4, 5-Ny 

* h^ix^^^yu) t-y^y (8 8m g ) t*$mmi tmmzfcmz^ mm 

U-M: : 2 4 m g (11%) 

'H-NMR (lilliLtlt 4 00MHz, CDC1 3 ) 5:2. 50 ( 
br, 8H) , 3. 49 ( s , 2 H) , 3. 56 (s, 2H), 3. 89 ( s , 
6H), 3. 90 (s, 3H) , 3. 93 (s, 3H), 3. 97 (s, 6H) , 
6. 94 (s, 2H) , 7. 20 (d, 1 H, J = 4. 3Hz) , 7. 23 (s, 
2H) , 7. 25 (br, 1 H) , 7. 62 (s, 1 H) , 7. 80 (d, 1 H, 
J — 6. 4Hz), 8. 57-8. 62 (m, 2H) 
m/z (EI) -.6 0 0 [M + ] 

5- (3, 4, 5- by > h*i'7=.~A') ^3fy|jxf/i/0^: 




3, 4, 5- hy^< h^ri/7i^P^ (6. 3 6 g) i:5-^PP^ 
^gfcu^vi, (6. 9 0 g) *£j§0!fl £IP3»&J££^ aWWfc^ttfcfcfc. 
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Jfcfi : 7 . 1 9 g (76%) 

'H-NMR (4 0 0MHz, CDCI 3 ) 8:1. 44 (t, 3H, J = 7. 1 
Hz), 3. 91 (s, 3H) , 3. 95 (s, 6H). 4. 46 (q, 2H, 



z) , 8. 96 (d, 1H, J = 2. 1Hz) , 9. 18 (d, 1 H, J = l. 
8H z) 

3-tKo^f/P-5- (3, 4, 5-bD * b*f7*—A>) t°Vi?><D 



5- (3, 4, 5 -MM h^5/7 = -^) ^f-ygfcc^vV (7. 1 9 g) 
J&£ : 3. 8 3 g (6 1, 3%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 3. 88 (s, 3H) , 3. 89 
(s, 6H), 4. 39 (br, 1H), 4. 80 (s, 2H), 6. 72 (s, 
2H) , 7. 89 (t, 1H, J = l. 2Hz) , 8. 47 (d, 1 H, J=2. 
1Hz) , 8. 6 3 (d, 1H, J = 2. 2Hz) 

m&i4 9 

3-?PD^f/l/-5- (3, 4, 5- MM h^y^-yV) f U^CO^JEife 



3-tKc^f;l/-5- (3, 4, 5-Ml^h^>7x^) h°y^V 



J = 7. 1Hz) , 6. 79 (s, 2H) , 8. 44 (t, 



1H, J = 2. 1H 
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(2. 8 5 g) S:»|3t»llL, ^12{fc^»#fc Q 
KXS : 1 . 9 7 g (65%) 

'H-NMR (4 0 0MHz, CDC1,) 5:3. 90 (s, 3 H) , 3. 94 
(s, 6H) , 4. 6 7 (s, 2H), 6. 75 (s, 2H) , 7. 87 (t, 
1H, J = 2. 1Hz) , 8. 59 (d, 1H, J = 2. 0Hz) , 8. 76 ( 
d, 1H, J=2. 1Hz) 
&ft#J 2 9 

N- [ [5- (3, 4, * h*lS7x.~M ^ 

/V] -N' - [ [2- (3, 4, 5- h JJ ^ t°y^>--4— f 



1- [(2- (3, 4, 5- mm v^isy^-As) t'yv?y-4-^/w)^f 

yV] fc^v 5 ^ (103mg) i3-^PB^f/V-5- (3, 4, 5 - h JJ ^ 
t'y^y (8 8mg) £ £H W 1 t mUKRfo £ 

iRfi : 2 0 m g (9 %) 

'H-NMR LTK, 4 0 0MHz, CDC1 3 ) 8 :2. 64 ( 

br, 8H), 3. 62 (s, 2H) , 3. 68 (s, 2H) , 3. 90 (s, 
6H), 3. 95 ( s , 6 H) , 3. 97 (s, 6 H) , 6. 80 (s, 2 H) , 
7. 22 (dd, 1H, J = 4. 9Hz, 1. 2Hz) , 2. 26 (s, 2H), 
7. 69 (s, 1H), 7. 93 (s, 1H), 8. 51 (d, 1H, J = l. 
8Hz) , 8. 60 (d, 1H, J=4. 9Hz) , 8. 73 (d, 1 H, J = 
2. 2Hz) 
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m/z (EI) : 6 0 0 [M + ] 



M&M 5 0 



2- (4~7/V^-P7x^) ^y = 3fytxf;v©^ : 




4-7;^P7^^oyi (1 6 6mg) h y^n^^ 
^/V (2 0 Omg) SrMitf'Jl i^fCKJS^^ «^«#fc 0 
l&fi : 2 2 6 m g (85%) 

'H-NMR (4 0 0MHz, CDCI 3 ) 5:1. 43 (t, 3H, J = 7. 1 
Hz) , 4. 44 (q, 2H, J = 7. 2Hz) , 7. 17 (t, 2H, J=8. 
6Hz) , 7. 77 (d, 1H, J = 3. 9Hz) , 8. 0 2-8. 06 (m, 
2H), 8. 23 (s, 1H) , 8. 80 (d, 1H, J=4, 9Hz) 

mm 5 1 

2 _ (4 ~7;^p7 I r^) -4 - t Kndrv-^^t'y i^^^^ : 



2~ (4-7;^D7x^l/) ^y-zr^yg^tfvv (2 2 6mg) £§^#1 
l&g : 1 8 1 m g (97%) 

'H-NMR (4 0 OMHz, CDC1 3 ) 5 : 4. 6 0 (s, 2H), 6. 99 
-7. 06 (m, 3H) , 7. 50 (s, 1 H) , 7. 76 (dd, 2H, J = 
8. 9Hz, 5. 3Hz) , 8. 40 (d, 1H, J = 5. 1Hz) 

mmm 5 2 

4-^Pu^f/V-2- (4-7;^p7^=;1/) t°U^V©-g-^: 
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2- (4 ~7 )V3rxi-7 3L~)V) -4 — t L> S^V (181mg 

)Kf : 184rag (9 3%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 :, 4. 58 (s, 2 H) , 7. 1 
2-7. 18 (m, 2H), 7. 23 (dd, 1H, J=4. 9Hz, 1. 6H 
z) , 7. 68 (s, 1H) , 7. 95-8. 00 (m, 2 H) , 8. 65 (d, 
1H, J = 5. 1Hz) 
mm 3 0 

N- [ [2- (4-7/V^D7ai^/V) fc°y v^-4—f/K] ^fvV] — N' - 
[[2- (3, 4, 5- YV * h^>7s.=^M tf y i?V-4— f/V] ^/Kl 
• 2-7 W ^BKa^&rit : 

OMe .C0 2 H 



1- [ [2- (3, 4, 5- h h^S^a^/V) bf V W- 4 — Y/V] ^ 
*f-jV\ \*<<7i?ls (2 8 5mg) i4-;?no^^-2- (4-7;^p7i 
^/v) t°y^y (i8 3mg) t&^lteMi^P#^JS^ ^ujvm&t 

IRS: : 4 6 6 m g ( 7 4 %) 

•H-NMR (YWyifitltK, 4 0 0MHz, DMSO-d 6 ) 6 ; 2. 
86 (br, 8H) , 3. 78 (s, 3 H) , 3. 89 (s, 6 H) , 3. 89 
< 5 , 2H), 3. 91 (s, 2H) ,■ 6. 16 (s, 4 H) , 7. 24-7. 
2 9 (m, 2H) , 7. 3 1-7. 3 3 (m, 2H) , 7. 3 6 (s, 2H) , 
7. 85 (s, 2H) , 8, 07-8. 11 Cm, 2H), 8. 62 (d, 1H, 
J =4. 9Hz), 8. 63 (d, 1H, J =4. 9Hz) 
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m/z (EI) : 5 2 8 [M + ] 



2- (4-? na7x^) y = af yfxf/l/O^: 



cu 




4-^PP7i=/HP^ (18 5mg) i:2-^oP7x=;Ky^3f 
y^^/i, (2 0 0mg) SrM^J 1 £ TOKKJ&S-B: , ^IS^^fe 

2 2 7mg (81%) 
'H-NMR (4 0 0MHz, CDC1,) 5 : 1. 43 (t, 3H, J = 7. 1 
Hz), 4. 44 (q, 2H, J = 7. 1Hz) , 7. 44 (dd, 2H, J = 
7. 2Hz, 1. 7Hz) , 7. 77 (dd, 1 H, J=5. 1Hz, 1. 4H 
z) , 7. 98 (dd, 2H, J=6. 7Hz, 1. 7Hz) , 8. 23 (s, 
1H) , 8. 7 9 (d, 1H, J =4. 9Hz) 

mm 5 a 

2- (4-^P7x=;V) -4-t KP^^^f^t'li^y^: 



2- (4-^PP7 J ^) ^y^a^V^^V (2 5 5mg) «5tfll2 
IRS : 1 8 8 m g (88%) 

'H-NMR (400MHz, CDC 1 3 ) 5:4. 67 (s, 2 H) , 7. 13 
(d, 1H, J=4. 9Hz) , 7. 36 (d, 2H, J = 8. 4Hz) , 7. 
58 (s, 1H), 7. 78 (d, 2H, J = 8. 6Hz), 8. 48 (d, 1 
H, J =4. 9Hz) 
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CI- 




-ci 



2- (4-?ou7x^) -4-tKPWf/H?J)^y (18 8mg) 

3 1 mmmrn u mmit^mtc 0 

l&fi : 1 7 6mg (8 7%) 

'H-NMR (400MHz, CDC1 3 ) 5:4. 59 (s, 2H) , 7. 2 5 
(d, 1H, J = 4. 9Hz) , 7. 44 (d, 2H, J = 8. 6Hz) , 7. 
70 (s, 1H) , 7. 94 (d, 2H, J = 8. 6Hz) , 8. 67 (d, 1 
H, J = 5. 1Hz) 

mn®3 1 

N- [ [2- (4~?vu7^~/U) tfy - *=f-}V\ — N' - [ 

[2- (3, 4, 5- h!M Y^yy^fV) tfy ^V-4-^f/V] ^Tvl/] t° 



1- [ [2- (3, 4, 5- b^i/^K^/V) tfy^V-4-^/V] / 
fvV] fcXy^y (2 5 0mg) i4-^PP^^-2- ( 4 tr P 7 ^ 

/v) t°y^> (I7 5mg) irtrSUteWi ^Wi'lfiit 

&4 : 3 9 9 m g (70%) 

'H-NMR (^WylMfti: LTiUS, 4 0 0MHz, DMSO-d 6 ) 6 : 2. 
88 (br, 8 H) , 3. 78 (s, 3H), 3. 89 ( s , 6 H) , 3. 91 
(s, 2H) , 3. 94 (s, 2H) , 6. 16 (s, 4 H) , 7. 32 (d, 
1H, J = 4. 9Hz), 7. 35 (d, 1 H, J = 4. 9Hz), 7. 37 ( 
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s, 2H) , 7. 51 (d, 2H, J = 8. 6Hz), 7. 86 (s, 1H), 
7. 88 (s, 1H), 8. 06 (d, 2H, J = 8. 6Hz), 8. 62 (d, 
1H, J = 5. 1Hz), 8. 64 (d, 1H, J = 5. 1Hz) 
m/z (EI) : 54 5, 547 [M + ] 

2- (4-f!J7;vtP^f/V7x^) >f y-^^^M^^/V^fiic : 



4-hy7^P^f/V7x=/^pyi (2 5 5mg) t2-^PO'fy^ 
rj^VSfccTvW ( 2 0 0 m g ) £§»J 1 t N8$C:KJfc£i*\ $iBte£*S:#fc„ 
UMl : 2 1 5 m g (68%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:1. 28 (br, 3 H) , 4. 4 
3 (br, 2H), 7. 63 (dd, 2H, J = 8. 5Hz, 3. 0Hz), 7. 
71-7. 73 (m, 1H) , 8. 06 (br, 2 H) , 8. 21 (dd, 1 H, 
3 = 2. 6Hz, 1. 6Hz), 8. 74 (dt, 1H, J = 5. OHz, 0. 
9H z) 

msm s 7 

4-tKo*WfA'-2- (4-h!J7/^P^f^7x=/t/) \?l)- t J><D& 



2- (4-M)7/^o^f;V7i=/V) ^y = 3fyixf^ (2 15mg 
i&J; : 1 7 0 m g ( 9 2 %) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:4. 74 (a, 2H) , 7. 22 
(d, 1H, J = 5. 1Hz) , 7. 69 (d, 2H, J = 7. 6Hz) , 7. 
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70 (s, 1H) , 8. 01 (d, 2H, J = 8. 4Hz) , 8. 56 (d, 1 
H, J=5. 1Hz) 



1 7 Omg) &Sgi£M3 t»HL, &IBf 
Ifcfi : 1 7 5 m g (96%) 
H»J 3 2 

N- [ [2- (4-hJ)7;VttJ^Wi^) t°y v^-4 — i/V\ *?-/V 
] —N / - [ [2- (3, 4, 5-b!M b*is7*^M if]}i?y-4~4/^ 

OMe XO z H 



1- E [2- (3, 4, 5-by^b^7*^) try ^-4"^^] * 

fykl t°^^>- (2 0 3mg) ^4-^0/^-2- (4-MJ7/^P 
try (X5 9mg) tSrSfeteWl tPI#^R*6:$*s 

IRA : 3 5 9 m g (75%) 

'H-NMR (^KV^IHTIIS, 4 0 0MHz, DMSO-d e ) 5 : 2. 
82-2. 88 (m, 8H), 3. 78 (s, 4H), 3. 89 (s, 6H), 
3. 92 (s, 3H), 6. 16 (s, 4H) , 7. 31 (d t 1H, J = 5. 
1Hz) , 7. 36 (s, 2H) , 7. 40 (d, 1 H, J = 5. 1Hz) , 7. 
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82 (d, 2H, J = 8. 2Hz), 7. 84 (s, 1 H) , 7. 95 (s, 1 
H) , 8. 26 (d, 2H, J = 8. 2Hz) , 8. 62 (d, 1 H, J=5. 
1Hz) , 8. 6 9 (d, 1H, J =5. 1Hz) 
m/z (EI) : 5 7 8 [M + ] 

smm 5 9 

2- (4-t'7x=;V) ^ y^n^-y^^/KD-a-j^ : 



4-lf7x^Dyt(3. 50g) H-?nta^y^3fy^xf/V ( 

3. 1 5 g) zmmmi tmm\z%.m^, mmih&va&wt* 

JR * : 4 . 3 0 g (84%) 

2- (4-tf7^^/V) -4-t Kn^V>^/Vt°y i^©-^ : 



2- (4-lf7*^V) -Y y^a^Xgk^vV (4. 3 0g) £g»j2iH 

l&fi: 2. 7 0 g (7 2%) 
»#iJ6 1 

2~ (4-tf^ic^w) ~4~^nn^f;H:l^y^: 



2- (4-tf7rc~/k) (2. 70g) frK 
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KXfi : 2 . 0 0 g (76%) 
H£«J 3 3 

N- [ [2- (4-tf7^-/V) Y/H ^Tvkl -N' - C [2 

- (3, 4, b^v^^/H try i?y~4— f/V] tX? 



1- [ [2- (3, 4, 5- h V / h*ri'7*^A') try ^^-4-^^] ? 
f/U) if^-vpy (6 9mg) t2- (4-bf7^=/V) ~4-^nP^f;Vtf 

y i?v ( 5 6 m g ) t *mmm 1 1 ra«t£ass-fr, «ss©^r^ia^^ 

liXS : 7 5mg (4 2%) 

'H-NMR (4 0 0MHz, CDC 1 3 ) 5 : 2. 3 2-2. 8 7 (m, 8 H) , 
3. 50-3. 75 (m, 4H) , 3. 90 (s, 3H), 3. 96 (s, 6H 
) , 7 . 18-7. 30 (m, 5 H) , 7 . 31-7. 47 (m, 3 H) , 7 . 
63-7. 81 (m, 5H) , 8. 07 (d, 2H, J = 8. 4Hz) , 8. 1 
0 (m, 2H) 

m/z (EI) : 5 8 6 [M + ] 

m&\ e 2 

2- (2--ry^/U) ^y^3fyixf/v©^. 



2-t7«oVi (3. 50g) t2-^oo^y-3fytif/V (3. 
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HXfi : 5 . 0 0 g (88%) 



nmm e 3 




2- (2— j-^fvv) /fy = af^xf;!/ (5. OOg) SrSJ»J2t^ 
: 3 . 3 0 g (79%) 

mmm 6 4 

4-^po^f/V-2- (2— ^-7^U) tfJJ ^ycO-^-^ : 



4-tKn^^U-2- (2-i-7^/V) try^V (3. 3 0 g) $&B& 
Ifcft : 3 . 3 0 g (92%) 

N— [ [2- (2— 1-7^) -N' - [ [2- 

(3, 4, 5- ^>>7x^) t?y 4-^/1^] t 0 ^7^ 



1- [ [2- (3, 4, h^r^7x=/V) t°y v?V~4 — f/u] / 

tf^v^ (6 9mg) M-#BP^f/V-2- (2— ?V73vU) tf U 

W (5 6mg) ^»lilW^t, JttSfett^m-TJlSWWk^Srft 
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fee 

Ki: 20mg (14%) 

'H-NMR (Mnm&tl,Xmfe, 4 0 0MHz, CDC1 3 ) 3:2. 57 ( 
br, 8H) , 3. 59 (s, 2H) , 3. 6 2 (s, 2H), 3. 90 (s, 
3H), 3. 97 (s, 6H), 7. 22-7. 24 (m, 4H), 7. 4 5- 
7. 52 (m, 2H) , 7. 64 (s, 1H), 7. 86-7. 95 (m, 4H 
) , 8. 14 (d, 1H, J=6. 8Hz) , 8. 49 (s, 1 H) , 8. 60 

(d, 1H, J=4. 9Hz) , 8. 67 (d, 1 H, J = 5. 1Hz) 
m/z (EI) : 5 6 0 [M>] 

4 _ t df- y- 6 - P< TvW f !) 5 ^©-fr^E : 
HCX^Me 

4- t 5 (3. Og) 

/~/V (5 0mL) hTV^-T-fc (lOmL) ©i^«l«Lfc 0 7*- 
(R=100, 6. Og) &1)S\7L, 9 0W2^j| 

tt: 1. 20g (5 2%) 

'H-NMR (4 0 OMHz, CDC 1 3 ) 5 : 2. 30 (s, 3H) , 6. 29 

(s, 1H) , 8. 0 7 (s, 1H) 
M»J6 6 
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4-tKu^-6-^f;H^!J?v?v (7 8 2mg) %mt*x*V^ (6. 
6mL) izmmU IWKlWPLfc, *7kfcKfSfRfcWTU 2M 

7]<-C»Lfc 0 *7]<;«^hy !>^T«U teMLTtfIE^W#7t 0 
HXft : 9 1 3 m g (WtfaA) 

mm) e 7 

4-^^-6- (3, 4, 5- hy ^ Y*\/7x.~;V) f 1/ 5 ^©-^J* : 



4-^nt3-6-^^tfD ?^Ol3rag) £ 3, 4, 5-hy^h^r 

i/7s^#Dy| (2. 7 3 g ) tfcjBawitliififtfcSJS^ *iafb£* 

M : 9 2 0 m g (50%) 

'H-NMR (4 0 0MHz, CDC1,) 5:2. 51 (s, 3 H) , 3. 84 
(s, 3H) , 3. 88 (s, 6H) , 7. 25 (s, 2 H) , 7. 44 (d, 
1H, J=0. 6Hz) , 8. 02 (d, 1H, J = l. 2Hz) 

6- (3, 4, 5- h y * Kv^7i^) t*y 3; i?y-4-%J^T/\'T t K 



4-^fw-e- (3, 4, s-hy^ t-aff?*^*) try s^y (920 





*0 
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mg) **J**rty (lOOmL) (C?gffU ZMftfcW (7 8 4mg) 

?p-7i>07^ ir-Wy : sfcfcx?vv= i : i) t*MU fl«efc£*fc 

Jfcfi; : 4 9 2mg (5 1%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:3. 95 (s, 3 H) , 3. 99 
( s , 6 H) , 7 . 4 4 ( s , 2 H) , 8 . 17 ( s , 1 H) , 9 . 4 3 ( s , 
1H) , 10. 11 (s, 1H) 

4-tKn^f^-6- (3, 4, 5- hJJ /■ \-**s7 I^K^ 
: 



6- (3, 4, s- hy ^ h#*/7*^) try v^y-4-*/^ft 

K (3 6 4mg) Z/fS-zl' (5 0mL) t£«U jMHIS* h U 
(2 5mg) WT^Dig£t*2BtFWlfc 0 ^H«U 

(^ppjiM'A : f#/—/V=5 0 : 1) "CflffliU W 

J&fi : 3 3 9m g (9 2%) • 

'H-NMR (4 0 0MHz, CDC1 3 ) 5:3. 93 (s, 3H) , 3. 98 
(s, 6H) , 4. 84 (s, 2H) , 7. 37 (s, 2 H) , 7. 68 (s, 
1H) , 9. 18 (s, 1H) 
W70 

4-^PB>f^-6- (3, 4, 5-h!M f^f^x^l") fy^-^^CO-^ 
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Me( 




'CI 



4-fc Fn^>7<fyv-6- (3, 4, 5 - h V /■ b ^r-y7xx/V) try 5'^ 
v (3 3 9mg) 5rM«3^^{c^au *EBfc£*«rfcfc. 
i&fi : 1 7 4 m g (60%) 

'H-NMR (4 0 0MHz, C D C 1 3 ) 5:3. 86 (s, 3 H) , 3. 91 
(s, 6H) , 4. 61 (s, 2H) , 7. 30 (s, 2H) , 7. 78 (s, . 
1H) , 9. 10 (s, 1H) 

mmm 3 5 

n- [ [2- (3, 4, 5- by * h^7x=/i/) try^^-4— iVk] ^ 

/V ] _ N / _ [ [ 6 _ ( 3j 4, 5- h y * hdf-i/7x=^) t°y 



x _ [[ 2 ~ (3, 4, 5-HJ^>^7s=>I/) t°y >?V-4— f/V] 
f-sU] t°s<yi?y (113mg) 1 4-?up^A—6- (3, 4, 5-hy 
^ h^5/7*^/V) tfy?^^ (126mg) t&%&Ml tmfflC&J&£l£* 

HXS : 2 0 m g (14%) 

'H-NMR 4 0 0MHz, CDC1 3 ) 6:2. 5 0- 

2. 75 (m, 8H) , 3. 61 (s, 2 H) , 3. 72 (s, 2H) , 3. 9 

1 (s, 3H) , 3. 93 (s, 3H) , 3. 97 (s, 6 H) , 3. 98 (s. 
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6H), 7. 22-7. 24 (m, 3H) , 7. 36 (s, 2H) , 7. 65 ( 
s , 1H), 7. 78 ( s , 1 H) , 8. 60 (d, 1 H, J = 5 . 1 H z ) , 
9. 17 (s, 1H) 
ra/z (EI) : 6 0 1 [NT] 

mm\7 1 



»THF (SmL) fcT^VfcWT- 7 5°C-C\ 2. 0M-!)f^^V 
yutWT^K (2. 5 5mL) StJPjL, ^^3-V7;^^7A^t 
Kv^^vVTi?^-^ (6 7 2mg) CQfeKTHFM (SmL) SriTt, -7 

5 'C-e i bfc 0 fti^-e 3 , 4 , h^f^yX7/vftK ( 

1. Og) O^TKTHF^ (SmL) «TLfc D ifit^L, 10#M#Lfc 
/-/V (6mL) «$¥U ^o<9£« (lmL) miOOtiai^ 

BMK# Lfc. o °c(rr 4 M-*BMk* y atX^t-iit/v* y f£ t u * * n 

^f-^=l : 3-1 ; 1) 7*»»U tfflBfc*#J*#fco 
Ifcfi : 8 4 7 m g (68%) 
8S5tflJ 7 2 



Wim<D5, 6, 7- by t l/y-2~$frtf~bV^ (5. 8g 
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) (4 0mL) K:»a»U *SWb*y?>A (1 l. 2g) ozk^fS 

(10mL) £flP;L, ^TlP#W*#Uto M«^*L, mttifXZ 

: 5 . 2 g (85%) 
'H-NMR (4 0 0MHz, CD CI,) 5ppm:4. 00 (s, 3H) , 4. 
02 (s, 3H), 4. 06 (s, 3H) , 7. 08 (s, 1 H) , 8. 00 ( 
dd, 1H, J = 8. 8Hz, 1. 7Hz) , 8. 12 (d, 1 H, J = 8. 8 
H) , 8. 55 (d, 1H, J = l. 5Hz) 

w&m 7 3 



TjV^y^MT, *J£T, &TTHF (4 0mL) It^-fkU ^£A7VV$ 
^r>i* (5 7 9mg) m M5, 6, 7-hV * h*>"f7?^y~2 
~$/U7$ym (4. Og) CO«THF» (4 0mL) MTU g?m^4^ 
W»bfc 0 RJStl^^-f;l' (ISOmL) £#Px, W^-hy £AH-*ftl#J 

i5^mmwvtc 0 %i&m%zmu zm&at&mfeu aasr^y* 

^7A^pv|^^7^ (gj^a^/V : ^1^= 1 : 2) T*«UT, 

m : 3 . 8 g mtm) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5ppm: 3. 97 (s, 6H) , 4. 
04 (s, 3H) , 4. 82 (d, 2H, J = 5. 6Hz) , 6. 93 (s, 1 
H) , 7. 35 (dd, 1H, J = 8. 6Hz, 1. 7Hz) , 7. 66 (s, 
1H) , 8. 03 (d, 1H, J = 8. 6Hz) 
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2-tKP^f/V-5, 6, h* f Sl"7#W (3. 7 8g) 

^bo^V (1 0 OmL) Wl^nAifU^A (8. 6 1 g) 

%Dnz.mu\£T4 mmmwi-fz. Rfomzzm u *mo%? od*m» 

MP-?K77^ (g^^^/V : ^*irV= 1 : 3-*l : 1) -<?fflf»U S 
IRS : 3 . 2 4 g (86%) 

'H-NMR (4 0 OMHz, CDC1 3 ) 5 p p m : 4 . 01 (s, 3 H) , 4. 
02 (s, 3H) , 4. 05 (s, 3H), 7. 10 (s, 1H), 7. 82 ( 
dd, 1H, J = 8. 7Hz, 1. 6 Hz) , 8. 15 (d, 1 H, J = 8, 7 
Hz), 8. 19 (d, 1H, J = l. 5Hz), 10. 11 (s, 1H) 

mm 7 5 

3- (5, 6, 7- b!J * \>**Sl-79Vl/-2-4fr) T'pXyiif/l'©^ 



5, 6, 7 — h b^i/f^^wy- 2 —^/V^T^-rt K ( 1 ■ 2 3g) 
Jfcfi : 1 . 7 9 g (i»ft) 

'H-NMR (4 0 0MHz, CDC1 3 ) Sppm: 1. 35 (t, 3H, J = 
7. 1Hz) , 3. 98 (s, 6H), 4. 04 (s, 3 H) , 4. 24 (q, 
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2H, J = 7. 1Hz) , 6. 53 (d, 1 H, J = 16. 1Hz) , 6. 96 
(s, 1H), 7. 55 (d, 1H, J = 8. 8Hz), , 7. 78 (s, 1H 
) , 7. 80 (d, 1H, J=16. 1Hz) , 8. 03 (d, 1 H, J=8. 
8Hz) 
WJ7 6 

3- (5, 6, 7- h\) * h^v"^7^uy-2— UV) 7n t'ty^xf yP© 



3- (5, 6, h#'>t7^^y-2-^/H 7°P^>le^^V ( 

i . 7 o g ) %mm\ 6 1 wimztum u mm<t^^ntc 0 

1. 2 8 g (8 1%) 
'H-NMR (40 0MHz, CDC 1 3 ) 5ppm: 1. 23 (t, 3H, J = 
7. 2Hz), 2. 68 (t, 2H, J = 7. 8Hz) , 3. 07 (t, 2H, 
J = 7. 8Hz), 3. 95 (s, 3H), 3. 96 (s, 3H), 4. 03 ( 
s, 3H) , 4. 13 (q, 2H, J = 7. 1Hz) , 6. 89 (s, 1 H) , 
7. 21 (dd, 1H, J=8. 6Hz, l.,6Hz) , 7. 50 (s, 1 H) , 
7.9 6 (d, 1H, J = 8. 5Hz) 
U&\7 7 

2- -5, 6, 7 - hi) * h WOy&J& 



3- (5, 6, 7- h U ^ — f/V) ynWyfxf/V 

(l. 28 g ) »5tM2iTOMau ^ISi^^#fe a 
flXS : 1 . 1 3 g (»*%) 
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'H-NMR (4 0 0MHz, CDC1 3 ) 5ppm: 1. 55 (s, 1 H) , 1. 
97 Cm, 2H) , 2. 84 (t, 2H, J = 7. 6Hz) , 3. 71 (dd, 
2H, J = 2. OHz, 6. 3Hz), 3. 96 (s, 3H), 3. 97 (s, 
3H). 4. 04 (s, 3H) , 6. 89 (s, 1H) , 7. 22 (dd, 1H, 
J = 8. 6Hz, 1. 7Hz) , 7. 49 (s, 1 H) , 7. 96 (d, 1H, 
J = 8. 5Hz) 
W£M 7 8 

2- (3-^?>^*^m^Pt» -5, 6, 7-MJ;<t^W7 



2 - ~5, 6, 7- hy P< KW7^^ (1. 

2 6 g) «7t»MU «fliHfc£'*J&#fc. 
M : 1 . 5 5 g (95%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5ppm:2, 16 (quint, 2 
H, J = 7. 8Hz) , 2. 90 (t, 2H, 1=7. 8Hz) , 3. 00 (s, 
3H) , 3. 97 (s, 6H) , 4. 05 (s, 3H) , 4. 25 (t, 3H, 
J=7. 8Hz) , 6. 93 (s, 1 H) , 7. 24 (dd, 1H, J = 8. 4 
Hz, 1. 7Hz) , 7. 63 (d, 1 H, J = 8, 4Hz) , 7. 83 (d, 
1H, J = l. 7Hz) 

mmm 3 6 

N _ [3 „ ( 5i 6> Y^yfy^vv~2.-4)\d 7*vM -N 

/ _ [ [2 - (3, 4, h*i/7~~M M\} 3?V-4 — -f/U] ^ 
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\ cQ H OMe 



.OMe 



"OMe 



l-[[2-(3, 4, 5- bV* h**?*-*) tr OH ^ 
fvW] v^>- ( 1 1 3 m g) t 2 - ( 3 - ^ V^/V/ft-yl^^r V7°D tf/l" 

) -5, 6, (1 1 7mg) t £«$J 1 1 

JK* : 1 4 5 m g ( 5 3 %) 

'H-NMR «Mt LXWm, 4 0 0MHz, CDCl 3 ) 6:1. 88 ( 
quint, 2H, 1 = 7. 8Hz), 2. 40 (t, 2H, J = 7. 8Hz), 
2. 51 (br, 8H), 2. 74 (t, 2H, J=7. 8Hz), 3. 46 ( 
s, 3H), 3. 55 (s, 2H), 3. 88 (s, 3H), 3. 93 (s, 3 

H) , 3. 9 5 (s, 3H) , 4. 0 1 (s, 3 H) , 6. 8 6 (s, 1 H) , 
7. 15-7. 20 (m, 2H), 7. 21 (s, 2H), 7, 44 (s, 1H 

) , 7. 61 (s, 1H) , 7. 92 (d, 1 H, J=8. 6Hz) , 8. 56 
(d, 1H, J = 3. 1Hz) 

m/z (EI) : 6 0 1 [M + ] 
9 

5, 6, 7- hV t« b*i/-2-t*~;l'1-7#l'y<D&tiZ : 



Tju^y^T, ^^/vMJ7^^*=!?A/p5K (2. 8 g) £M 
7KTHF (lOmL) \mmU ~2 0°CX'l. 7M-tert-^/H)f^ 
i^3r-y-y^ (3. 3mL) «TLfc 0 KM^SKMb, lfSIBJjjlWb 
fcf, fft-2 0tOTU 5, 6, 7- M / h=SrV^7^uy-2-^/V 
T^T/Vxt K (1. 2 6g) »i*THF^i (3 0mL) «TU gi&T?- 



MeO' 



Me( 
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aattakfcai*., mm^^vmu ommt&s 

Ml. 1 5 g (93%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 p pm : 3. 93 (s, 3H) , 3. 
98 (s, 3H) , 4. 04 (s, 3 H) , 5. 31 ( d , 1 H, J = 10. 9 
Hz) , 5. 85 (d, 1H, J = 17. 6Hz) , 6. 83 (dd, 1H, J 
= 17. 5Hz, 10. 7 Hz) , 6. 90 (s, 1H) , 7. 51 (dd, 1 
H, J=8. 7Hz, 1. 7Hz) , 7. 59 (s, 1 H) , 8. 01 ( d , 1 
H, J = 8. 6Hz) 

mm 8 o 

2 _ (2~fc \tn^y^f-Ad -5, 6, 7 - h JJ ^ h^r^T"* : 



77V=i>»Ts 5, 6, 7- hV* \>**S-2-\*~Arf"7# (1. 2 
15g) ^|*THF (lOmL) fcUfi^U OttlM-*7>THFii ( 
4. 7mL) «TbMT-2«»bfc 0 0°CtvK (4mL) ^Di, IfeV 1 
-C4M-*BWfcf hy (1. 2mL) SrAB^fc. 0°CT«»3 1 

%««^7J< (0. 5mL) mfcfl^Ott'SOM^bfco £*Sf£ 

^av^77Y" (ifflft^A'i^f-l^l : 8) TflMttU «IBft£W«: 
UK* : 1. 0 3 g (8 4%) 

'H-NMR (400MHz, CDC 1 3 ) 8 p pm : 2. 02 (b r, 1 H) , 
80 
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2. 95 (d, 2H, J=6. 6Hz) , 3. 87 (t, 2 H, J = 6. 6Hz 
) , 3. 93 (s, 3H) , 3. 95 (s, 3 H) , 4. 02 (s, 3H) , 6. 
88 (s, 1H) , 7. 20 (dd, 1H, J=8. 5Hz, 1. 7Hz) , 7. 
50 (s, 1H) , 7. 97 <d, 1H, J =8. 6Hz) 

2- (2-^^y^M=/Vt^v'i^) -5, 6, 7 - Y V jt h*Zrf-7 & 



2- (2-tKpdr^^) -5, 6, 7 - h D J b *ir)-7 9 WS (1. 

2 6g) W(7^W1L, TO<b^*Sr#fc 0 
IfcS : 1 , 5 5 g (95%) 

'H-NMR (4 0 0MHz, CDC 1 a ) 5 p pm : 2. 8 4 (s, 3 H) , 3. 
18 (t, 2H, J = 6. 9Hz) , 3. 96 (s, 3 H) , 3. 97 (s, 3 
H) , 4. 04 (s, 3H) , 4. 49 (t, 2H, J=6. 9Hz) , 6. 9 
0 (s, 1H) , 7. 22 (dd, 1H, J = 9. 4Hz, 1. 2Hz) , 7. 
54 (s, 1H) , 8. 00 (d, 1H, J=8. 6Hz) 

nmm 3 7 

n- [2- (s, 6, 7 - h u / — (/U) x.<?A,] — N' 

- [ [2- (3, 4, 5-MM t°y^V-4-^/V] 



1- [ [2- (3, 4, 5- MM b^rv^^^) f U i^- 4 — - < /V\ * 
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t^yi/y (290mg) t2~ (2~* f^Xfrft-frtt^^M 
-5, 6, 7-b^hW7^l/y (2 18mg) t»Jlt»I 

l&Jt : 1 3 1 m g (25%) 

'H-NMR (^Wy^^tXSlJ^ 4 0 0MHz, DMSO-d fi ) 5:2. 
79 (t, 4H, J =4. 9Hz), 3. 07-3. 11 (m, 2H) , 3. 2 
3 (t, 4H, J=4. 9Hz), 3. 29-3. 33 (m, 2H), 3. 76 
(s, 2H) , 3. 79 (s, 3H), 3. 88 (s, 3H) , 3. 90 (s, 
6H) , 3. 93 (s, 3H), 3. 98 (s, 3 H) , 6. 12 (s, 4 H) , 
7. 04 (s, 1H). 7. 25 (dd, 1H, J = 8. 5Hz, 1. 7 Hz), 
7. 28 (dd, 1H, J^5. 9Hz, 1. OHz), 7. 36 (s, 2H), 
7. 61 (s, 1H) , 7. 79 (s, 1 H) , 7. 91 (d, 1 H, J=4. 
2Hz) , 8. 5 9 (d, 1H, J = 4. 7 Hz) 
m/z (EI) : 5 8 7 [M + ] 
WI8 2 

2-^po^^1/-5, 6, 7- b y ^ h*iS°t7# Uy<D&}$ : 



6, 7-b!)>bW7^^ (781mg) 

JRg : 6 0 8 m g (73%) 

'H-NMR (4 0 0MHz, CDC1,) 5 p pm : 3. 96 (s, 3H), 3. 
97 (s, 3H) , 4. 03 (s, 3H) , 4. 71 (s, 2 H) , 6. 29 ( 
s, 1H) , 7. 36 (dd, 1H, J =8. 6Hz, 1. 5Hz), 7. 67 
(s, 1H) , 8. 04, (d, 1H, J = 8. 7Hz) 

«#!]3 8 




82 



WO 2004/032933 



PCT/JP20O3/O13O48 



N— [ (5, 6, 7- hV* K*/t7^y-2- <A) — N' - [ 

[2- (3, 4, 5~ hll^ h^/7a;5/V) t' U i?^- 4 -* f /V] ^ ?7V] 



1- [ [2- (3, 4, 5- by ^ J* 
^/V] f^7^y (5 2 9mg) i2-^0B^f>-5, 6, 
*rt"79VV (4 11mg) t^SWi^WS^t, v^^fiftffi^ 

fljtft : 1 9 8 m g (16%) 

'h-nmr mmmmtisXBm, 4oomhz, cdci 3 ) s : 2. 52 ( 

br, 8H), 3. 55 (s, 2H) , 3. 63 (s, 2H) , 3. 88 (s, 

3H) , 3. 94 (s, 6H) . 3. 95 (s, 6 H) , 4. 02 (s, 3H) , 

6. 90 (s, 1H) , 7. 18 (d, 1H, J = 5. 7Hz, 7. 21 (s, 

2H) , 7. 32 (dd, 1H, J = 8. 6Hz, 1. 6Hz) , 7. 57 (s, 

1H) , 7. 60 (s, 1H) , 7. 96 (d, 1 H, J = 8. 6Hz), 8. 
5 6 (d, 1 H, J =5. 7Hz) 
m/z (EI) : 5 8 7 [M + ] 

mmms 3 

(E) - 5 -7*0^- 1 - 7x^V- 1 -^yfV©^ 



(6fife2-:/n/V— ^ (3 0mL) IC^eJR-J- M; (3 0 3mg) £flq*., 
7 0°C{CT^#Lfc o &ffl$U OTliC-C-O'XT/Vr t K (1. 0 g) 
&IC4— ^B^e-T^vub y 7s-;V^*-!>A7'p ^ K (5. 4 g) 
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Iftffi : 8 0 6 m g (38%) 

'H-NMR (4 0 0MHz, CDC 1,) 5 : 1. 9 6-2. 0 2 (m, 2H) , 
2. 3 4-2. 4 6 (m, 2H) , 3. 41 (t, 2H, J=6. 7Hz) , 6. 
12 (dd, 1H, J=17. 4Hz, 6. 8Hz) , 6. 42 (d, 1 H, J 
= 16. 0Hz) , 7. 18-7. 33 k 5H) 
MMM 3 9 

N- [ (E) -5-7x^-4-^7^] -N' - [ [2- (3, 4, 5 



l-[[2-(3, 4, h^V7^=;l/) if}} iPy-4—f/^ J 

f-M \f^.y'Jy (2 2 6rag) t (E) -5-7o^-l-7^/V-l-^ 
y t 1 y ( 1 1 3 m g ) t £H» 1 £ 7^frim<»^Wmc 

JRS : 1 5 0 m g ( 4 2 %) 

'H-NMR LTilfe 4 0 0MHz, DMSO-d 6 ) 5:1. 

59-1. 61 (m, 2H) , 2. 18-2. 24 (m, 2H), 2. 28-2. 
51 (m, 10H) , 3. 58 (s, 2 H) , 3. 77 (s, 3 H) , 3. 83 
(s, 6H) , 6. 19-6. 28 Cm, 1 H) , 6. 39 (d, 1 H, J = l 
5. 6Hz) , 6. 62 (s, 4 H) , 7. 14-7. 34 (m, 6 H) , 7. 
34 <s, 2H) , 7. 74 (s, 1 H) , 8. 53 (d, 1 H, J = 5. 1H 
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z) 

m/z (EI) : 4 8 7 [M + ] 
W8 4 

(E) -5-:/B*e-l- (3, 4, 5- hU / Y*i/y^~;v) -1 — 



;VYV 7i=;>*^*-^^P ^ K (2 3. 9 3 g) £§^£#>J 8 3 £ mHK.Hk 
Kfi : 5 . 1 0 g (32%) 

mnm 4 0 

N- [ (E) -5- (3, 4, 5-bMhdfV7xn;0 - 4 -^r^] 
-N' - [[2- (3, 4, 5- MJ J y**/7x.~;V) \f » i?y~ 4-4 M 

OMe X0 2 H 



1- [ [2- (3. 4, 5- hJM h^^x^) 4-4/^1 / 

?7V] t°s<7V> (15 ling) t (E) 1- (3, 4, 5- h 

Mh^7*^w) -l — iy^y (H4mg) fc&^mfclHIflJfcBOfc 

Ifcfi : 1 0 6 m g (36%) 

'H-NMR LXMfe, 4 0 0MHz, DMSO-d 6 ) 5:1, 

6 2-1. 6 7 (m, 2H) , 2. 17-2. 22 (m, 2H) , 2. 43-2. 

4 7 (m, 2H) , 2. 51-2, 56 (m, 8 H) , 3. 40 (s, 3 H) , 




3, 4, 5- ^ y 



ffch'O. 8lg) i4-/P^'f 
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3. 70 (s, 3H), 3. 78 (s, 2H) , 3. 79 (s, 6 H) , 3. 8 
8 (s, 6H) , 6. 16 (dt, 1H, J = 15. 8Hz, 6. 6Hz), 6 
31 (d, 1H, J = 15. 8Hz), 6. 21 (s, 2H), 6. 63 (s, 
4H), 7. 22 (d, 1H, J = 4. 9Hz), 7. 34 <s, 2 H) , 7. 
73 (s, 1H) , 8. 53 (d, 1H, J = 5. 1Hz) 
m/ z (EI) : 5 7 7 

mmms 5 

1- [ (E) -5- (3, 4, 5- hV* Y^yy^jV) - 4 -^Vf^/V] 



(E) (3, 4, 5- h!M h^rv^^/V) - 1 -^y^ 

V (4 3 4mg) t^f^^V (2 7 6mg) k%m&M4 kmm\Z&J&& 

IRS : 2 7 9 m g (60%) 

l H — NMR (4 0 0MHz, CDC 1,) 6:1. 6 2-1. 7 0 (m, 2 H) , 

1. 74-1. 80 (m, 2H), 2. 20-2. 25 (m, 2H), 2. 53 

-2. 56 (m, 2H), 2. 66-2. 72 (m, 4H), 2. 90-2. 9 
5 (m, 4H) , 3. 84 (s, 3 H) , 3. 87 (s, 6 H) , 6. 14 (d 

t, 1H, J = 15, 6Hz, 6. 8Hz), 6. 32 (d, 1H, J = 15. 
6Hz) , 6. 57 (s, 2H) 

mmm 4 1 

N— [ (E) -5- (3, 4, 5- hV * 

-N' - [ [2- (3, 4, 5- hV* y*i/7^~JV) WW-A-JJV] 
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1~ [(E) -5- (3, 4, 5- hV J h^r->7^^/V) 

1 ^tXy^y (2 7 9mg) t4-^PP^f/V-2- (3, 4, 5-hU 

th^^^-M try^v (244m g ) ^»nt»sj£^^ 7 

Kt:26 7mg (39 %) 

'H-NMR (7^|fii:fCjSg, 4 0 0MHz, DMSO-d s ) 8:1. 
63-1. 70 (m, 2H), 1. 80-1. 86 (m, 2H), 2. 19-2. 

2 4 (m, 2H) , 2. 6 5-2. 6 9 (m, 2H) , 2. 7 5-2. 7 9 (m, 
4H), 2. 83-2. 89 (m, 4H), 3. 70 (s, 2H), 3. 75 ( 
s, 3H), 3. 78 (s, 3H) , 3. 79 (s, 6H), 3. 89 (s, 6 
H) , 6. 16 (dt, 1H, J = 15. 9Hz, 6. 6Hz) , 6. 32 (d, 
1H, J = l 5. 9Hz), 6. 59 (s, 6 H) , 7. 24 (d, 1H, J = 
3. 7Hz) , 7. 3 4 (s, 2 H) , 7. 7 6 (s, 1H) , 8. 5 3 (d, 
1H, J = 4. 9Hz) 

m/z (EI) : 5 9 1 

(E) (4 -7/M-n y ^z=.;v) - l -^"rXD^^ : 




A-y^jrv^yXTjvft K (1. Og) t 4-yp^e^/vh D 
*?^^7"o ? K (4. 62g) i^M^S 3^«1U flfS^ 
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Ifcft : 8 1 1 ra g (41%) 

'H-NMR (4 0 0MHz, CDC 1,) 5 : 1. 9 8-2. 0 6 (m, 2H) , 
2. 3 4-2. 4 5 (m, 2 H) , 3. 45 (t, 2H, J = 6. 7Hz) , 6. 
07 Cdt, 1H, J-15. 8Hz, 7. 0Hz) , 6. 40 (d, 1 H, J 
= 15. 9 Hz) , 6. 96-7. 31 (ra, 4H) 
WJ4 2 

N- [ (E) -5- (4-7/VtP7*=;V) — N 7 ' C [ 

2- (3, 4, 5- h I) / \>*rZ/7x^A>) f!) t?y-4-' f/V] tf^ 
7^y- 2 7-*W!&£0>'£fife : 



1- [ [2- (3, 4, 5- 7< h^>7x=;I/) fcT !) v'V- 4 — -f /V] p< 
^/V] tV*?*^ (2 2 6mg) t (E) -B-7*o*-l- (4-7^tP7 
as/U) -l-^s^y (122mg) 

J&S: : 7 6 m g (21%) 

'H-NMR (7v/>fSi:Ltil 4 0 0MHz, DMSO-d 6 ) 5 : 1. 
5 4- 1. 6 6 (m, 2H) , 2. 17-2. 23 (m, 2H) , 2. 40-2. 
53 (m, 10H) , 3. 60 (s, 2 H) , 3. 77 (s, 3H) , 3. 88 
(s, 6H) , 6. 14-6. 22 (m, 1 H) , 6. 3 6-6. 40 (m, 1 
H) , 6. 63 (s, 4H) , 7, 00-7. 08 (m, 2H) , 7. 23 (d, 
1H, J = 4. 9Hz), 7. 34 (s, 2H), 7. 31-7. 37 (m, 2 
H), 7. 74 (s, 1H), 8. 53 (d, 1H, J =4. 9Hz) 
m/z (EI) : 5 0 5 [M h ] 

mmms 7 
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(E) - (4-^QP7x^) -l-^fy®M: 



K (1. Og) H-ya^f/^^x^* 

^^^^^•p^ k (4 . osg) tzmmws a tmmKtmu mmt^m 

VBLM : 4 0 1 m g (22%) 

'H-NMR (4 0 0MHz, CDC 1 3 ) 5 : 1. 9 2-2. 0 3 (m, 2H) , 
2. 32-2. 45 (m, 2H), 3. 42 (t, 2H, J = 6. 7Hz), 6. 
11 (dt, 1H, J = 15. 8Hz, 7. 0Hz) , 6. 37 (d, 1H, J 
= 15. 9Hz), 7. 16-7. 29 (m, 4H) 
MM 4 3 

N- [ (E) -5- (4-^Pa7x=;P) -N' - [ [2 

- (3, 4, 5- h y ^ y*c*/7 t°U v ? >'-4— f/V] ^7 



l-[[2- (3, 4, RV7x^) t°y^>—4— f/>] 7< 

fc^^ (4 8 0mg) t (E) -5-^n^-l- (4-^pp7x 

-i-^yy-y (3 6 4mg) t £Jl»J 1 
«i: 144mg (14%) 

'H-NMR Ltlt 4 0 0MHz, DMSO-d.) 3:1. 

56-1. 64 (m, 2H), 2. 14-2. 20 (m, 2H) , 2. 40-2. 
53 (m, 10H) , 3. 56 (s, 2H) , 3. 74 (s, 3H), 3. 84 
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(s, 6H) , 6. 19-6. 26 (m, 1 H) , 6. 35 (d, 1 H, J = 8. 
QHz) , 6. 59 (s, 4H) , 7. 20 (d, 1H, J=4. 9Hz) , 7. 
25 (d, 2H, J = 8. 6 Hz), 7. 31 (s, 2H), 7. 32 (d, 2 
H, J=8. 6Hz) , 7. 72 (s, 1 H) , 8. 51 (d, 1 H, J=4. 
9Hz) 

m/z (EI) : 5 2 2, 524 [M»] 
H»]4 4 

N- [ (E) -3- (3, 4, -2-7 , P^;W] 
-N' -[[2- (3, 4, 5- hV/ \>**S7x.-A') 
^ ^/l/] t°^7 • 2 W ^g#g©£*J$ : 
9 M e ^C0 2 H 



3- (3, 4, 5-HI^b^7*=A-) (5 
Omg) ^mmtmm (5. OmL) |«l/hy7^M^7^ (7 5. 
5mg) &2lQ*., ilSfiSt-WLfco RJ«W*«JE»fflUfc*, 
-k h^hy/V (5. OmL) |t*»U 1- [ [2- (3, 4, 5-hy^h^r 
^^yv) t*y i?^-4— ;*fvk) (7 Omg) , a^b* 

y (4 7m g ) , ftift*y>>A (5 5m g ) ^Anx., iiat*3f»it 

- (^pnzM^ 2 0 : 1) -?«U IMBflsS^jSr^W J"» 

I&4 : 4 8 m g (26%) 

'H-NMR (iillt ttit 4 0 0MHz, CDC1 3 ) 6:2. 4 2- 
2. 78 (m, 8H) , 3. 17 (d, 2H, J=6. 6Hz) , 3. 59 (s, 
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2H), 3. 48 (s, 3H) , 3. 86 (s, 6 H) , 3. 91. (s, 3 H) , 
3. 98 (s, 6H), 6. 10-6. 2 5 (m, 1 H) , 6. 45 (d, 1H, 
J = l 5. 6Hz), 6. 11 (s, 2H). 7. 22-7. 24 (m, 3H), 
7, 64 (s, 1H) , 8. 60 (d, 1H, J =4. 9Hz) 
m/z (EI) : 5 4 9 [M*] 

N- [ (E) -3- (2, 3, 4- MM h^f^i^) 

-N' - [ [2- (3, 4, 5- HJ ^ try i?^-4— OV] 

<?Me ^.C0 2 H 



3- (2, 3, 4- hi)/ h^*>7*— /W) -2-^n^V-l-^"^ (1 
2 2mg) &^Jfe«aj4 4i^{t*QJIU ftV^-Cl- [[2- (3, 4, 5-h 
Mh^7x^>) try ^-4— t^y^i" (lBOmg) 

HXfi ; 1 7 m g ( 9 %) 

'H-NMR (M£S£b-C$J£> 4 0 0MHz t CDC1 3 ) 6:2. 45- 

2. 80 (m, 8H) , 3. 19 (d, 2H, J = 7. 2Hz) , 3. 59 (s, 
2H) , 3. 85 (s, 3H) , 3. 86 (s, 3H) , 3. 87 (s, 3 H) , 

3. 91 (s, 3H) , 4. 00 (s, 6 H) , 6. 18 (dt, 1 H, J = l 
6^ OHz, 7. 2Hz) , 6. 65 (d, 1 H, J = 8. 8Hz) , 6. 73 

(d, 1H, J = 15. 8 Hz) , 7. 17 (d, 1H, J = 8. 8 Hz), 7. 
22-7. 24 (m, 3H), 7. 64 (s, 1H), 8. 60 (d, 1H, J 
= 5. 1Hz) 

m/ z (EI) : 5 4 9 [M + ] 
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mmm4 q 

N-^^^/UT-k^-N' - [ [2~ (3, 4, 5-h]J^ b^v^^/V) 



l-[[2-(3, 4, 5"M^^7x^/H 
?vW] t'^y^V (10 3mg) ^nn^V (0. 9mL) K»#t, ft 
{b^^-zVT-k^/v (6 0mg) tt^ftTtlNffWLt fia¥P^S67X5H 

h y * A*»»firan>L, * p o ^^A-ctttu ufco ^M£l&7K«-7- h y !7 

/UA : ^;^=5 0 : 1) TllfiRU tT^|E<b#^^#fc 0 
JfciS; : 1 0 m g ( 7 %) 

'H-NMR «^S£LT«, 4 0 0MHz, CDC1 3 ) 5:2. 28 ( 
br, 2H) , 2. 46 (br, 2 H) , 3. 47 (br, 2 H) , 3. 53 ( 
s, 2H), 3. 69 (br, 2H) , 3. 74 (s, 2 H) , 3. 90 (s, 
3H), 3. 97 (s, 6H), 7. 18-7, 32 (m, 8H), 7. 59 ( 
s, 1H). 8. 59 (d, 1H, J = 5. 1Hz) 
m/z : 4 6 1 [M + ] 
mMM4 7 

N- (4-/ b^V7i-;V) r-tr^-N' - [ [2- (3, 4, 5- b V* 





'OMe 
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1- [ [2- (3, 4, 5- YV* Y**S7*~A') t"!)v?y-4~-{^] * 
=f-)V\ fc'^^^y (103mg) tmt (4-> h#^7*=/P) T-fe^/V (6 
Omg) £lfe!&#J4 6 ilBI«K:Rj£$#, mmit^m^mBMt Itifc, 
JfeJ; : 1 8mg (1 1%) 

'H-NMR «^SttT», 4 0 0MHz, CDC1 3 ) 5:2. 3 2 ( 
br, 2H) , 2. 48 (br, 2H) , 3. 48 (br, 2 H) , 3. 53 ( 
s, 2H) , 3. 57 (s, 2H), 3. 66-3. 72 (m, 2 H) , 3. 7 
9 (s, 3H) , 3. 90 (s, 3H) , 3. 96 (s, 6 H) , 6. 85 (d, 
2H, J = 8. 4Hz) , 7. 14 (d, 2 H, J = 8. 6Hz) . 7. 21- 
7. 2 5 (m, 3H) , 7. 6 2 (s, 1 H) , 8. 6 1 (d, 1 H, J = 4. 
9Hz) 

m/ z : 4 9 1 [M + ] 

mmm4 8 

N-^y^/U-N' - [[2- (3, 4, 5-MJt< mf-i/^*-^) t^v 5 



1- [[2- (3, 4, 5-MM h*->7*^U) try ^V-4-^/V] * 
fvl/] t^T^V (10 3mg) t«-<yyV^ (5 5mg) ^«4 6t 

Jfefc : 9 7 m g (73%) 

'H-NMR (4 0 0MHz, CDC 1 3 ) 8 : 2. 2 7- 2. 8 0 (m, 4 H) , 
3. 40-3. 57 (br. s, 2 H) , 3. 61 (s, 2H), 3. 75-3. 
88 (m. 2H) , 3. 91 (s, 3 H) , 3. 97 (s, 6H) , 7. 22- 
7. 24 (m, 3H) , 7. 40 (s, 5 H) , 7. 64 (s, 1 H) , 8. 6 
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1 (d, 1H, J = 4. 9Hz) 
m/z : 4 4 7 [M + ] 

N— (4-* Y^S^-f^Ar) — N' - [ [2- (3, 4, 5 - h JJ ^ 



1- [ [2- (3, 4, 5 -MM h^y^-^) fc*y ^-4—T/V] ^ 
fvV] ^7'^ (10 3mg) t*g{t4-^ hdrv-^^^-Y/V (6 7mg) £ 
U»J4 6 £ li^^jS^ W vmUb Lt#fc 0 

IKS; 15mg ( 8 %) 

•H-NMR m%mmk\^Xmfe, 4 0 0MHz, CDCl,) 5 : 2. 3 8- 
2. 67 (br, 4H) , 3. 60 (s, 2 H) , 3. 5 5-3. 7 6 (m, 4 
H) , 3. 83 (s, 3H) , 3. 91 (s, 3 H) , 3. 97 (s, 6 H) , 
6. 91 (d, 2H, J = 8. 8 Hz), 7. 22-7. 23 (m, 3H), 7. 
39 (d, 2H, J = 8. 8Hz), 7. 63 (s, 1H) , 8. 61 (d, 1 
H, J=4. 9Hz) 
m/z : 4 7 7 [M + ] 

mmm 5 0 

N- (2, 4, 6-l>^Pn^^/i/) — N' - [ [2- (3, 4, 5-h 




o 




O CI 
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l-[[2-(3, 4, 5-h!M >*V7x^/V) v?y-4->f^] 
fvi/] (io3mg) tmtz, 4, e-H^PP^y/'f^ (9 

5mg) ?rWl4 6t»Kf£:§^ m^^ItbtHfc, 

IK* : 2 9 m g (16%) 

'H-NMR m%m&tLXMfe, 4 00MHz, CDC1 3 ) 8 :2. 49 ( 
t, 2H, J = 5. 0Hz) , 2. 61 (t, 2 H, J = 5. 0Hz) , 3. 2 
8 (t, 2H, J = 5. 0Hz) , 3. 61 (s, 2H), 3. 85-3. 92 
(m, 2H) , 3. 91 (s, 3 H) , 3. 97 (s, 6 H) , 7. 20-7. 
2 5 (m, 3H) , 7. 3 6 (s, 2H) , 7. 6 2 (s, 1 H) , 8. 6 0 ( 
d, 1H, J=4. 9Hz) 
m/ z : 5 4 9 [M + ] 

mum 5 1 

N- (4-7nW^/V) -N' - [[2- (3, 4, 5- h y ^ 



l-[[2-(3, 4, 5- bJM hWx^) t°!J-i?y-4--l'/V] ^ 
7Vl/] t°^7^y (10 3mg) £1&ik4-7v i e'<>'*/4A> (6 6mg) £H 
«J4 6 hmmz-BO&tt, Mfci\:&®*fflm&k LXWz a 

: 3 5 m g (22%) 

'H-NMR OmtiBsk LXmfo 4 0 0MHz, CDC1 3 ) 8 :3. 37 ( 
br, 8H), 3. 86 (s, 3H) , 3. 98 (s, 6H) , 4. 62 (s, 
2H) , 7. 41 (s, 2H) , 7. 42 (d, 2H, J = 8. 6Hz) , 7. 
66 (d, 2H, J = 6. 5Hz) , 8. 00 (dd, 1 H, J = 5. 9Hz, 
1. 8Hz) , 8, 77 (s, 1H) , 8. 82 (d, 1H, J = 5. 9Hz) 
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m/ z : 5 2 6 [M + ] 

mmm 5 2 

N— -N' -[[2- (3, 4, 5 — b y ^ 



1- [C2- (3, 4, 5- h!M h*^?*^) bTy 5?V-4->f/V] ^ 
^V] (10 3mg) t®b4-^fn^^/V (7 2mg) £H 

»4 6 t^CgJES^^ LX#fc 0 
IRS : 7 6 m g (51%) 

'H-NMR mnmmtVXWm, 4 0 0MHz, CDC1 3 ) 5:2. 3 5- 
2. 72 (m, 4H) , 3. 3 3-3. 4 8 (m, 2H) , 3. 62 (s, 2H 
) , 3. 80-3. 89 (m, 2H), 3. 91 (s, 3H) , 3. 97 (s, 
6H) , 7. 21-7. 23 (m, 3H) , 7. 58 (d, 2H, J=8. 4H 
z) , 7. 62 (s, 1H) , 8. 28 (d, 2H, J=8. 4Hz) , 8. 6 
2 (d, 1H, J=4. 9Hz) 
m/ z : 4 9 2 [M + ] 

mmm 5 3 

N-na^V^/P-N' -[[2- (3, 4, 5- h!M h*^*^) t°y 



1- [[2- (3, 4, fc°y 5*y-4-' f/V] * 

$vv] t°^yi?> (10 3mg) k~^?->M?vy Kttfflftfi (7 0mg) £H 
96 




o 
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fti:45mg (29%) 

'H-NMR {Mm&mkLxmfe, 40 0MHz, CDC 1 3 ) 5:2, 39- 
2. 6 8 (m, 4H) , 3. 4 1-3. 5 4 (m, 2H) , 3. 4 8 (s, 2H 
), 3. 77-3. 88 (m, 2H) , 3. 91 (s, 3H) , 3. 97 (s, 
6H) , 7. 2 2-7. 2 5 (m, 3H) , 7. 3 4-7. 3 8 (m, 1 H) , 
7. 63 (s, 1H), 7. 75-7. 77 (m, 1H) , 8. 62 (d, 1H, 
J = 5. 1Hz) , 8. 66 (d, 1H, J = l. 7Hz) , 8. 67 (s, 1 
H) 

m/z : 4 4 8 [M + ] 

mm 5 4 

N- {2-~T7 h4M ™N' -[[2- (3, 4, 5 - b JJ ^ h^>"7^=/V 



i- [[2- (3, 4, trys?i/- * 

J-JV] \?<<7i>y (I0 3mg) «2-t7M^ (5 7mg) 
Jfclft : 2 1 m g (14%) 

'H-NMR mnm^tLXWfe, 4 0 0MHz, CDC1 3 ) 8:2. 49 ( 
br, 2H) , 2. 64 (br, 2 H) , 3. 54 (br, 4 H) , 3. 68 ( 
s, 2H), 3. 80 (s, 3H), 3. 92 (a, 6H), 7. 24 (s, 2 
H) , 7. 38 (dd, 1H, J=5. 1Hz, 1. 4Hz) , 7. 48 (dd, 
1H, J -8. 4Hz, 1. 8Hz), 7. 52-7. 57 (m, 2H) , 7. 
84 (s, 1H) , 7. 8 8-7. 9 4 (m, 4 H) , 8. 52 (d, 1 H, J 
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= 5. 1Hz) 

m/ z : 4 9 7 [M + ] 

mm\ s 5 

N- (4-y^=./U^<yy4M — N' -[[2- (3, 4, 5-MMh3-> 



1- [[2- (3, 4, 5- hJJ * *.-JV) o?^~. 4 _^ / v] ^ 

=?/V\ tf^ytfy (I0 3mg) bmt4-7 x=M>/^ ,V (8 5mg) £ 
H»J4 6t«KJ6^ fflft^#)^«^i LT#fc 0 
Ifcft : 7 8 m g ( 5 0 %) 

'H-NMR («MiLT», 40 0MH Z( CDC1 3 ) 5 :2. 36- 
2. 72 (rn, 4 H) , 3. 48 (br, 2 H) , 3. 62 (s, 2 H) , 3. 
82 (br, 2H) , 3. 91 (s, 3H) , 3, 97 (s, 6 H) , 7. 24 
-7. 28 (m, 3H) , 7. 3 7-7. 3 9 <m, 1 H) , 7. 44-7. 6 
3 (m, 9H) , 8. 6 2 (d, 1 H, J = 5. 1Hz) 
•m/ z : 5 2 3 [M + ] 

3- (3, 4, 5-hy^KV7x^) $Afl<9^: 



3- (3, 4, 5- h!J ^v^^/W) £&m$t*-TA' (1. 1 9 g) £ 
HXf : 9 8 6mg (91%) 




o 
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«#J5 6 

N- [3- (3, 4, h*i/7*~M ^WJAA -N' - [ [2 

- (3, 4, 5-hy^h^^^=^) WW- 4 -4 A*] ^iV\ t°s<7 




1- [[2- (3, 4, 5-hy^b^7x^/l/) tf 1? i^y-4— ' C/V] ^ 
TvW t 0 ^v?y (2 2 6mg) t3- (3, 4, 5 - b U * h^^^n/V) 
^l«(17 3mg) t4- K°Vi?y (6 1mg) fc^i? 

oa^y (3mL) 5^?U hy^^T^V (2. 1 ^ L) %1ttJltc 0 ?K 
^T7k»^^^ ^ K • jffiftfi (1 1 5mg) SrflP*., 0lC-e2l*M, 

0:1) -eMU SIB^^^M^S^ btut, 

IKS : 9 4 m g (32%) 

'H-NMR mm&h\sXWfes 4 0 0MHz, CDC1 3 ) 5:2. 44 ( 
br, 4H) , 2. 60 (br, 4H) , 3. 61 (s, 2 H) , 3. 89 (s, 
3H) , 3 . 9 0 (s, 3 H) , 3 . 9 2 { s , 6 H) , 3 . 9 7 (s, 6 H) , 
6. 77 (s, 2H), 7. 22-7. 24 (m, 1 H) , 7. 23 (s, 2H 
), 7. 46 (t, 1H, J = 3. 9Hz), 7. 59-7. 62 (m, 4H), 
8. 6 1 (d, 1H, J = 4. 9Hz) 
m/z : 6 1 3 [M 4 ] 
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N~ [4- (3, 4, 5- MM Y**/-7x.-*>) -<V^4/V\ — N' - [ [2 
- (3, 4, / b*\/7*~/P) H])>Sls-4-" t/U) ^TvU] 




o 



l-[[2-(3, 4, 5- MM h^r-y^^^) t°U v?^-4-— f/>] ^ 
^•/V] t'^ity (103mg) ^no^y (0. 9mL) MftfUfrfq 
^?K^M?A7k« (0. 9mL) »^fc 0 m^Xmt^- (3, 4, 
5- MM h ^7^/1-) *<1/-/<{A> (5 5mg) e^K^T^T 1 1 Bt^W 

^;^=5o : i) «u «fBM-*&Bfll&Si itftfe. 

iRfi : 1 3 4 m g (74%) 

'H-NMR (ISSStLTSJt 4 0 0MHz, CDC1 3 ) 6:2. 4 9- 
2. 59 (m, 4H) , 3. 55-3. 58 (m, 2 H) , 3. 62 (s, 2H 
), 3. 80-3. 88 (m, 2 H) , 3. 90 (s, 3 H) , 3. 91 (s, 
3H), 3. 92 (s, 6H) , 4. 00 (s f 6H) , 6. 7 7 (s, 2H), 
7. 2 3-7. 2 4 (m, 3 H) , 7. 48 (d, 2H, J=8. 1Hz) , 7. 
59 (d, 2H, J=4. 9Hz) , 7. 64 (s, 1 H) , 8. 62 (d, 1 
H, J = 4. 9Hz) 
m/z:613 [M + ] 
»r#J8 9 

2- (3, 4, 5- mj * b*i/y*~;is) 4 y -^y^&fo 
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2- (3, 4, 5- MM \>*i/y^~;\>) 4 y-^Vg^^V (3. 17 
g ) 9 t ISflHc&S U SiBB{b^Sr#fc. 

Jfefi : 2. 6 0 g (9 0%) 

mmms s 

N- [2- (3, 4, 5- MJ 7< h^->7x-/V) 4 V J 4 W] -N' - 
[ [2- (3, 4, 5- MJ P« h^v^^/V) t°y ^V-4-^/v] 



1- C [2- (3, 4, h^7x^/>) fc°y^y-4— tVV] ^ 

^] fc^y^y (16 0mg) <t2- (3, 4, 5 - h y ^ b * is? x-^V) 
jyzmT-is&t (1 1 3mg) &l*«"!l5 6 tS^KSJS^ Ufa-f^tlM 

I&ft ; 1 1 lmg (4 7%) 

'H-NMR (iSfitSSt UTiJ^ 4 0 0MHz, CDC1 3 ) 5 : 2: 4 0- 
2. 5 2 (m, 2H) , 2. 5 7-2. 6 7 (m, 2 H) , 3. 4 0-3. 5 1 
(m, 2H) , 3. 62 (s, 2 H) , 3. 8 3-3. 8 7 (m, 2 H) , 3. 
90 (s, 3H) , 3. 91 (s, 3H) , 3. 96 (s, 6H), 3. 97 ( 
s, 6H) , 7. 17 (d, 1H, J = 4. 8Hz) ,.7. 2 0-7. 3 5 (m, 
5H) , 7. 63 (s, 1H) , 7. 69 (s, 1 H) , 8. 62 (d, 1H, 
J = 5. 1Hz) , 8. 72 (d, 1H, J=4. 9Hz) 
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m/ z : 6 1 4 [M + ] 

$mm 5 9 

N-^yf^e-f/V-N' - [ [2- (3, 4, 5- MM hdf^x^/U) 



l- [[2- (3, 4, 5-MM h^->7^=/v) try i?y-4~^/v] ^ 

fvV] tf^i^ (10 3mg) fcifrffc^W-^vf/l' (6 5mg) £|«>J4 6 
HX-t : 9 4 m g (66%) 

'H-NMR fflGS&k LXmfe, 4 0 0MHz, CDC1 3 ) 5 : 2. 48- 
2. 6 1 (m, 4H) , 3. 48 (br, 2H) , 3. 6 1 (a, 2 H) , 3. 
6 3-3. 8 3 (m, 2 H) , 3. 91 (s, 3H) , 3. 98 (s, 6 H) , 

6. 87 (d, 1H, J = 15. 4Hz) , 7. 2 3-7. 2 7 (m, 3 H) , 

7. 36-7. 37 (m, 3 H) , 7. 51-7. 53 (m, 2 H) , 7, 65 
-7. 70 (s, 2H) , 8. 63 (d, 1H, J=4. 9Hz) 

m/ z ; 4 7 3 [M + ] 

nmm 6 o 

N— (3, 4, 5-hiM h^y^yr^^) — N' - [ [2- (3, 4, 5 

- hy^i try ^y-4— f/v] ^^v] t'^^co^jc : 



l-[[2-(3, 4, hW7*~M fcfy^-4— - f/V] ^ 

3vv] ^7'^ (10 3mg) £3, 4, 5 - h y h *V*T4 (6 5 m 
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g) ^»i56^wa mmt^^mnmmtvxm^ 

59rag (53%) 

'H-NMR mm^bLrmfe, 4 0 0MHz, CDC 1 3 ) 5:2. 55 ( 
m, 4H) , 3. 6 2 (s, 2 H) , 3. 6 7-3. 8 5 (m, 4H) , 3. 8 
7 (s, 3H), 3. 89 (s, 6 H) , 3. 91 (s, 3H), 3. 98 (s, 
6H) , 6. 72 (s, 2H) , 6. 73 (d, 1 H, J = 15. 4Hz) , 7. 
2 2-7. 3 5 (m, 3 H) , 7. 61 (d, 1H, J = 15. 4Hz) , 7. 
64 (s, 1H) , 8. 63 (d, 1H, J = 5. 1Hz) 
m/ z : 5 6 3 [M + j 

mmm 6 1 ■ 

N- (2, 3, 4- b y ^ V^rWy-f-^J A?) -N' - [ [2- (3, 4, 5 




o 



1- [[2- (3, 4, 5- by* hWx^v) try ^v-4-> r/v] * 

^/V] ^7^(l0 3mg) t2, 3, 4-h!J^b*W5« (6 5m 
IKI ; 97mg (59%) 

■h-nmr (jama;* brass, 4oomh z , cdci 3 ) 5:2. 53 ( 

s, 4H) , 3. 61 (s, 2H), 3. 64-3. 84 (m, 4H), 3. 8 

7 (s, 3 H) , 3. 88 (s, 3H), 3. 90 (s, 3H) , 3. 91 (s, 

3H) , 4. 00 (s, 6H) , 6. 67 (d, 1H, J = 8. 8Hz), 6. 
92 (d, 1H, J = 15. 6Hz), 7. 21 (d, 1 H, J=8. 6Hz), 

7. 23-7. 35 (m, 3H), 7. 65 (s, 1H) , 7. 80 (d, 1H, 
J = 15. 4Hz), 8. 62 (d, 1H, J = 5. 1Hz) 
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m/z :5 6 3 [M*] 

mmm e 2 

v^-N, N' -tf* [[2- (3, 4, 5- hV * b**S7*.-/l>) t°y> 
-4— </l/| -2, e-^fvVt^T^V * 4i£M&<£>£j& : 




4-^P^f;V-2- (3, 4, 5- h 1> p< b#i/7i=^) tfJJ$3V(l 
2 3mg) (2 3mg) £DMF (5mL 

) immu mw&vvj* (58m g ) m^it 0 m-smzzo'cx-A^rmw 

/V^^A^P^ h^77^f- (^ntufc/l'A ; ^^7— /l^=4 0 : 1) 
ifcfl; : 1 0 1 m g (68%) 

'H-NMR mnmmt LTiWfc. 4 0 0MHz, CDC1 3 ) 8 : 0. 97 
(d, 6H, J = 6. 1Hz) , 1. 99 (t, 2H, J = ll. 1Hz) , 2. 
75 (d, 4H, J = 9. 8 Hz), 3. 53 (s, 2H) , 3. 81 (s, 2 
H) , 3. 90 (s, 6H), 3. 97 (s, 6H) , 3. 98 (s, 6H), 
7. 22-7. 24 (m, 5 H) , 7. 32 (d, 1 H, J = 4. 3Hz), 7. 
.64 (s, 1H) , 7. 67 (s, 1 H) , 8. 57 (d, 1 H, J = 5. 1H 
z) , 8. 6 1 (d, 1H, J = 5. 1Hz) 
m/z (EI) : 6 2 8 [M*] 

mmm 6 3 
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b7^*-N, N' -IT* [[2- (3, 4, 5- h y ;>< h^r'>7 3L=./U) t°y 



4-^B>f^z- (3, 4, 5-hy ^ h^^rc^u) ey^y (i 

2 3mg) ih7^-2, 5"^f/^7^y(2 3mg) £|?«J6 2 
Jfcfi : 1 1 7 m g (93%) 

'H-NMR WMi LT», 4 0 0MHz, CDC1,) 6 : 1. 07 
(d, 6H, J = 6. 1Hz) , 2. 02 (t, 2H, J = 10. 5Hz) , 2. 

46-2. 49 (m, 2H), 2. 67 (dd, 2 H, J = 11. 2Hz, 2. 

6Hz) , 3. 16 (d, 2H, J = 14. 4Hz) , 3. 91 (s, 6 H) , 

3. 97 (s, 1 2H) , 4. 10 (d, 2H, J = 14. 3Hz) , 7. 24 
(s, 4H) , 7. 26 (d, 2H, J = 5. 3Hz) , 7. 63 (s, 2 H) , 

8.6 0 (d, 2H, J = 5. 1Hz) 

m/z (EI) : 6 2 8 [M'] 

%mm 6 4 

N, N' -If* [ [2- (3, 4, 5- MJp* h*'^*^) h°y^y-4~ 
OMe rt-CO z H 



4-^BQ^f^-2- (3, 4, 5- h y P< ^V7s^) fc° y ( 1 . 
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4 4g) ^-tKo^f^f/l't'^^ <4 6 3mg) 2 
Ifcfi : 1 1 6 m g (19%) 

'H-NMR (^KyStt UTSBJfe, 4 0 0MHz, DMSO~d 6 ) 5 : 
2. 37-2. 79 fan, 7 H) , 3. 57-3. 62 (m, 4H), 3. 78 
(s, 6H), 3. 89 (s, 12 H) , 4. 05-4. 11 (m, 2H), 6. 
64 (s, 4H) , 7. 23 (d, 1 H, J=5. 1Hz) , 7. 26 (d, 1 
H, J =4. 6Hz), 7. 34 (s, 2H) , 7. 34 (s, 2H) , 7. 7 
6 (s, 1H), 7. 78 (s, 1H), 8. 52 (d, 1H, J = 6. 3Hz 
) , 8. 5 3 (d, 1H, J = 5. 4Hz) 
m/z (EI) : 6 3 0 [M + ] 

mmm 9 0 

N— (2-~ hn^O-ifV^/P^^/W v^^^vl^^r/V©^ : 



N0 2 °2 

^y^f/vx^r/HiS (15. Og) Ir^nn^^^ilLOlC 
f£TM>^/V7^ (2 6. 4 8 g) SrJdDA.fc B &K2-=hv*<yVyxA' 



TUfc 0 lKT2«#f, ®M£»MsL, M»l^?vV£;bPx. 
Ifcft : 2 6. 2 0 g (9 0%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 3. 61 (s, 3 H) , 4. 0 
2 (d, 2H, J = 5. 9Hz), 6. 07 (br. s, 1H) , 7. 73-7. 
7 7 (m, 2H) , 7. 9 2-7. 9 5 Cm, 1 H) , 8. 0 7-8. 11 (m, 




K (2 3. 5 7 g) O^pp^V (5 OmL) jffili^l^ 
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1H) 

mmms 1 

N _ (2-xhP^J/7/U*=^) -N- [[2- (3, 4, 



N- (2-- yn^ViV^fr-fo—tV) ^y-Wf/H^r/V (5. 60g 
) £7-fe h y/v (l o OmL) «fi?U >7A (3. 10g) 4 3 

$4k%Vt>^ (2. 2 9g) »^V^4-^nn^^/V-2- (3, 4, 5 

- hy ? y-^yy^M try (6. oo g ) ^oits ort-r ito 

ife* : 1 1 . 3 5 g GSM) 

'H-NMR (40 0MHz, CDC1 3 ) 6 : 3. 63 (s, 3 H) , 3. 9 
0 (s, 3H) , 3. 97 (s, 6H) , 4. 13 (s, 2H) , 4. 75 (s, 
2H) , 7. 13 (d, 1H, J=3. 5Hz) , 7. 20 (s, 2H) , 7. 
60 (s, 1H), 7. 65-7. 73 (m, 3 H) , 8. 07 (dd, 1 H, 
J = 8. 8Hz, 1. 6Hz) , 8. 61 (d, 1H, J=5. 1Hz) 

mm® 9 2 

N-[[2- (3, 4, 5-h!M \>**S7x.—A') t° ]) W- 4 — f/V] 
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Mi 




N^C0 2 Me 



N- (2-~ hP^yfy^/^=^) — N— [ [2- (3, 4, 5- MM 

h^yy^-M trys^>-4— ^v^^/v^x^ (i i. 

3 5g) ^T-feb^hU/V (3 0mL) C»^l^ !> £^ (3. 3 9g) £ 
«fc„ fc^W;*-? (2. 3 7g) SrJPx.tllCT-WLfc,, 

^b^77^ (^Dpt^/Vi* : *#/~jl>=2 0 : 1) -ffW&iU TOfl^W 
M : 6. 5 4 g (9 2%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 6 : 3. 46 (s, 2 H) , 3. 7 

4 (s, 3H), 3. 90 (s, 5H) , 3. 97 (s, 6 H) , 7. 24 (s, 
2H) , 7. 25 (d, 1H, J=4. 1Hz) , 7. 67 (s, 1 H) , 8. 
65 (d, 1H, J = 4. 9Hz) 

»M 9 3 

N _ (2-tKP^>xf/l/) -N- [ [2- (3, 4, 5-.hP ^ 



N- [[2- (3, 4, 5- h y WW-A-JM * 

f-JV] ^yi/y^f^r^ (6. 5 4g) &THF (8 0mL) l«L0 

°cr^^y#ffl^rr*7jc^ y f ^7;^-^ (7i7m g ) &'>ftTojp 
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$ pv^77y- : ^^y-/V=2 0 : l) TlfMU MIBjfc 

HXjft : 5 . 0 3 g (84%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 6 : 2. 14 (br, 2 H) , 2. 
83 (t, 2H, J = 5. 1Hz), 3. 71 (t, 2H, J = 5. 1Hz), 
3. 89 (s, 2H) , 3. 90 (s, 3H), 3. 96 (s, 6H), 7. 1 
9 (d, 1H, J=4. 9Hz) , 7. 23 (s, 2 H) , 7. 64 (s, 1H 
) , 8. 60 (d, 1H, J = 5. 1Hz) 
m&) 9 4 

N- [2- (t e r t -■f^fr'J^ fVV^y y^^v-) m^yp] — N— [ [2- 
(3, 4, 5- f y ^ h^->7^r:;U) iy^- 4 — f /V] ^^vP] 7^y© 




N- -N- [ [2- (3, 4, 5 ~ h V J h*^? 

^=-/v) b a y^v-4—r^] ^^/w] 7?y (5. o g ) £r-f?h~hy/v ( 

10 0mL) fcSg&U fy^^VT^V (2. 2 2g) i;4- (v^y\>KT^ 
/) t°y^V (2 5 0mg) ^Px., to^tert-^Wop^fy^ 
7^ (3. 0 8g) e&n&fc. m&®*5 0 o C"C4«^Lfc o ^fK&JSffijft 

At«L, MMLfc. M^y^y;^7A^^F^7^ (^n 
PTjs/Vi, : ^y-^=3 0 : 1) T«U Hf&ffc£#J*#fco 

itxfl : 6 . s 9 g mm) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 0. 07 (s, 6 H) , 0. 9 
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0 (s, 9H) , 1. 93 (br, 1 H) , 2. 76 (t, 2H, J = 5, 1H 
z ) , 3. 7 7 ( t , 2H, J = 5 . 1 H z ) , 3. 90 (s, 5 H) , 3. 9 
7 (s, 6H) , 7. 21 (d, 1H, J=4. 7Hz) , 7. 24 (s, 2H 
) , 7. 66 (s, 1H) , 8. 60 (d, 1 H, J=4. 9Hz) 
j»W9 5 

N- [2- (t e r t --ff-flsi?* fvl^U /V^v') J^/V] -N- [ [2- 
(3, 4, 5~MM h*^*^/!") t°y^y-4-> pt^U] -No- 



N- [2- (t e r t -^fvVvM ^VVfU ^/V] -N- [ [2 

- (3, 4, 5- M j?t h*i/?*~M tfy v^-4 — f/V] 75^ 
(3. 40g) , N- (9-7/M-V-^vM hdfV^/VJK^/V) (2. 
34g) , ^ yfuh'/U^f-/UT?.y (1. 03g) , 4- (^W^ 
) t'y^y (9 6 lmg) £7* h~hy/V (4 OmL) teSfffU HBTU ( 

3. 1 3 g) fcjq*., sa-ci o^m#tfc 0 mt^/v 

StVU * o-r h^57-f- (n : BR**?*' 88 1 : 1 

l&ft : 5 . 1 5 g (92%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 6 : 0. 04 (s, 6 H) , 0. 8 
7 (s, 9H) , 3. 43 (t, 2H, J = 5. 1Hz) , 3. 75 (t, 2H, 
J = 5. 1Hz) , 3. 90 (s, 3H) , 3. 95 (s, 6 H) , 4. 27 ( 
d, 1H, J=4. 5Hz) , 4. 34-4. 3 9 (m, 3 H) , 4. 75 (s, 
2H) , 5. 83 (br, 1 H) , 7. 09 (d, 1 H, J=4. 1Hz) , 7. 




NHFmoc 
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19 (s, 2H) , 7. 30 (t, 2H, J = 7. 4 Hz) , 7. 39 (t, 2 
H, J = 7. 4Hz) , 7. 58 (s, 1 H) , 7. 61 (d, 2H, J = 7. 
6Hz), 7. 76 (d, 2H, J = 7. 6Hz), 8. 61 (d, 1 H, J = 
5. 1Hz) 

wtmv 6 

N- [2- (t e r t --f^J^J^/Vi/]) frj&rV) =&AA -N- [ [2- 

(3, 4, 5- MM v^-i/y^iv) vy*jy-4-4A>'] ^fvv] 

7% \*<D&$. : 



N- [2- (t e r t- -f^-fri?* fvVf D A'ttW) ^/V] -N- [ [2 

- (3, 4, 5- V!) * h*i/y*~fr) \*9& s s-4-<{fl>'} t^-fr] -No 

- h^V*^n/k) ^!)^7 5F (5. 15g) fctf 

^ y *jw 2 o %r-fe h h v Mm ( 4 0 m d m mm t , ^a-e 4 w w 

ofc/VA : ^;-/l/=2 0 : 1) T»»»U «WBfb^*4r#fco 
Jfcft : 2 . 7 6 g (78%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 8 : 0. 04 (s, 6 H) , 0. 8 
8 (s, 9H) , 1. 67 (br, 2 H) , 3. 38 (t, 2H, J = 5. 2H 
z) , 3. 70 (s, 2H) , 3. 72 (t, 2 H, J=5. 2Hz) , 3. 9 
0 (s, 3H), 3. 96 (s, 6H), 4. 73 (s, 2 H) , 7. 08 ( d , 
1H, J=4. 1Hz) , 7. 20 (s, 2H) , 7. 50 (s, 1 H) , 8. 
6 0 (d, 1H, J = 5. 1Hz) 

mm 9 7 
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N- [2- (t e r t f-frSsV '» ^fvV] -N- [ [2- 

(3, 4, 5- h y^< try -^^/W] -No- 



N- [2- (t e r t fvWJJ jVj&U) -N- [ [2 

- (3, 4, 5-M;* h^i^a^/l/) t°y^y-4-^^] ^^v] jnj*s 

yrn-(2. 5 2 g ) ftga&tts ot«MU, flWE*is£fcfc#fc. 

i&i; : 3 . 4 1 g (98%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 8 : 0. 00 (s, 6 H) , 0. 8 

3 (s, 9H), 3. 39 (t, 2H, J =4. 8Hz), 3. 47 (d, 2H, 
J = 7. OHz) , 3. 70 (t, 2H, J =4. 8Hz), 3. 89 (s, 3 
H) , 3. 95 (s, 6H) , 4. 60 (s, 2 H) , 6. 50 (br. s, 1 
H) , 6. 93 (d, 1H, J = 4. 9Hz) , 7. 18 (s, 2H) , 7. 4 

4 (s, 1H) , 7. 61-7. 67 (m, 2H) , 7. 81 (dd, 1 H, J 
= 7. 5Hz, 1. 7Hz), 8. 05 (dd, 1H, J=7. 7Hz, 2. 0 
Hz) , 8. 5 4 (d, 1H, J =4, 1Hz) 

mmm 9 s 

N- -N- [ [2- (3, 4, 5- h U * h^V?* 

fc°y ^^-4--f7W] ^fvk) -No- (2~~ hP^^/V*- ;U 

) ^y vyr? K^jft : 
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N- [2- (ter t -?<f-A,*J* ^IVW jVlr^is) zc^jV] — N— [ [2 

- (3, 4, V**S7*.~M \^D^y~4-4^1 -Nb 

- (2-=hn^y^/i/*sA>) ^y-yyr^K (3. 4ig) &thf ( 

4 0mL) ra#?U 0*C-C1. OM-fh7^f/W7V ; e=i?A7/^!) KT 
HF« (6. lmL) &MKX&mzX4tiffflMWLfto g^TiaSl^ 
fl&EiftiHSU ffliBfti^SrjapjLtTK, Mp«7K^»U, ««^by->A 

/UA :^/^=10 : 1) X^MU *lEfls£#&#fc. 
llfcft : 2 . 2 2 g (78%) 

'H-NMR (40 0MHz, CDC1 3 ) 6 : 3. 38 (br, 2 H) , 3. 
55 (br, 2H), 3. 71 (br, 2H) , 3, 88 (s, 3H) , 3. 9 
3 (s, 6H) , 4. 56 (s, 2 H) , 6. 89 (d, 1H, J =4. 9Hz 
), 7. 19 (s, 2H), 7. 46 (s, 1 H) , 7, 50-7. 63 (ra, 
2H) , 7. 78 (d, 1H, J-7. 4Hz) , 8. 04 (d. 1 H, J = 7. 
4Hz) , 8. 4 9 (d, 1H, J =4 . 7Hz) 
SSigfllJ 9 9 

l-[[2-(3, 4, 5- hU 7< h^v^^/V) try ^ 
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N- [2-fc KP^v/if;l/] -N- [ [2- (3, 4, 5-M/*h*->7 
i^/k) *^vV] -No- (2-= hc^J^y^s 

;V) ^"y i/l/T % K (2. 2 2 g) £THF (8 OmL) {C»U H7i^ 
/V^^^^y (1. 5 5g) S^PxfCo Sj&|:tDEAD (1. 0 3g) 

M : 2 . 0 1 g (94%) 

'H-NMR (4 0 0MHz, CDC1,) 8 : 3. 42 (t, 2H, J = 5. 
2Hz) , 3. 67 (t, 2H, J = 5. 2Hz), 3. 90 (s, 3H), 3. 
96 (s, 6H) , 4. 07 (s, 2 H) , 4. 67 (s, 2 H) , 7. 05 ( 
d, 1H, J=4. 6Hz) , 7. 20 (s, 2H) , 7. 51 (s, 1 H) , 
7. 63 (d, 1H, J = 2. 0Hz) , 7. 69-7. 76 (m, 2H), 8. 
03 (d, 1H, 1=2. 2Hz), 8. 61 ( d , 1 H, J = 5 . 1Hz) 

mmm i o o 

1- [[2- (3, 4, 5- * h^/7x=/V) fc°y v?^-4— C/k] ^ 
/V] - 2 -ah* V t°^y J?^©^ : 



l-[[2-(3, 4, f*i/7a=/l') ^ 

-4- (2-= hP^^f^^/i/) -2-^y^7i^y (i. 
8 3 g ) zmmms 2tmm^mmu «iB^*^#fc, 

: 1 1 8 m g (10%) 
'H-NMR (4 0 0MHz, CDC1 3 ) 8 : 1. 82 (br, 1 H) , 3. 
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09 (t, 2H, J = 5. 4Hz), 3. 29 (t, 2H, J = 5. 4Hz), 
3. 65 ( s , 2 H) , 3. 90 ( s , 6 H) , 3. 96 (s, 3 H) , 4. 6 
7 (s, 2H) , 7. 12 (d, 1H, J = 4. 9Hz) , 7. 21 (s, 2H 
) , 7. 55 (s, 1H) , 8. 63 (d, 1 H, J = 5. 1Hz) 

nmm 6 5 

2-aMry-N, N' -tr* [ [2- (3, 4, 5- MJ^ h^v-7*~/V) fcT 



1- C [2- (3, 4, 5- mm v**syx.~M try^-4-< r./i/| ^ 

TvH -2-^ytV7i?y (6 2mg) SrT*h=hy/U (5mL) 
L&BfcfrUCA (24mg) s 3 U £A (29mg) i4-^pp^f/v 

-2- (3, 4, 5~ hi)* t'y-^y (5 lmg) ^Pi8 0 

1) -<?«§{ U «tBft*fcUtattB{b#ft*#t. 
liJ£ft : 9 2 m g (87%) 

'H-NMR mmM&tLXmfe, 4 0 0MHz, CDC1 3 ) 5 : 2. 73 
(t, 2H, J = 5. 1Hz), 3. 32 (t, 2H, J = 5. 1Hz), 3. 
34 (s, 2H) , 3. 65 (s, 2H) , 3. 90 (s, 6 H) , 3. 96 ( 
s , 12 H) , 4. 67 (s, 2 H) , 7. 11 (d, 1 H, J = 4 . 9Hz), 
7. 22 fbr, 5H), 7. 55 (s, 1 H) , 7. 61 (s, 1 H) , 8. 
6 3-8. 6 4 (m, 2 H) 




OMe 
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m/z (EI) : 6 1 4 [M + ] 
U&\ 1 0 1 

N- [2- (t e r t -T/fvV^ fV^U) ^fvV] -N- [ [2- 

(3, 4, 5- VV / V*<sy^^) f y 5*^-2— -n«- 
(9-7/l^l^/t^ h^rv^^-^) -L-77^>T5 K : 



N- [2~ (t e r t -y^/l^^/l^y /U^v') ^?VV] — N— [ [2 

- (3, 4, b^v^^/V-) f/V] T%Z/ 
(7 5 6mg) „ N- (9-7/^1^^^^ Y^rZ/i3 jVt^^JV) 

(54 4mg) ^M»J95t|Sl»MU ^M^fc^fc,, *Wmk<Oft 

mmm 102 

N- [2- (t e r t'^^f/W^Vt^V) ^,v] — N— [ [ 2 - 
(3, 4, 5- VV J t o y^y-4-^/v] ^^V] -L-T 



J|K* : 3 4 0 m g (2 M"? 3 9 %) 

asm 103 

N- [2- (t e r t -l/fyUi^fyl'^y^^v') ^)V\ — N— [ [2- 
(3, 4, 5- h y ^ h^V7s-;l/) try >?vW -Na- 





NH 2 
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N- [2- (t e r t --f^iW* f-jV*/ J) ;I^df >") mfvl/] -N~ [ [2 
- (3, 4, 5- h!M - f/v] -L- 
77^TU'(3 4 0mg) £B»J 9 0 fc li^fc&SL't , tIfB^^^#fc 0 
IRS : 3 0 3 m g (65%) 

mmm 1 o 4 

N- (2~tFn^^) -N- L [2™ (3, 4, 5-h!M ^V?* 
t°yv ; ^-4 — Jf-sV] -Na- (2-= hn^^if^/v^/V 



N- [2- (t e r t --f^P^^JWy]) A****/) -N- [ [2 

- (3, 4, 5~ MJ^ h^-^x^/V) fcfy i?y-4-' f/V] *fVW] -Na 

- -L-77-^7^ K (6 6 9mg) « 
9 8 t III^MS U *|^fc-&**#fc. . 

: 5 4 6 m g (98%) 
S^J 1 0 5 

(3S) -1- [ [2- (3, 4, 5- b!M Y^yy^-jV) f])i?y-4- 
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N- (2-t Kp^^^u) -N- [[2- (3, 4, 5 -MM 
s^) tfy v^-2— -fA-] ^fvW] -Net- (2-=hn^^7^= 
^) _ L „ r9 - yT ^ K ( 5 4 6mg ) |:Wj99tPlI«U Wl&ffc 

10 6 

(3 S) -1- [ [2- (3, 4, 5— h y ^ b^v^m^/V) fy i?^-4- 

-Y/u] - 3 - ^ f 2 - y t^7 ^y©^ : 



: 1 7 4mg (2Mt5 0°/o) 
'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 1.47 (d, 3H, J = 6. 
8Hz) , 1. 78 (br, 1 H) , 3. 02-3. 09 (m, 1H) , 3. 1 
5-3. 22 (m, 2H) , 3. 3 9-3. 4 5 (m, 1 H) , 3. 65 (q, 
1H, J = 6. 8Hz) , 3. 90 (s, 3 H) , 3. 96 (s, 6 H) , 4. 
60 (d, 1H, J = 15. 2Hz), 4. 70 (d, 1 H, J = 15. 2Hz 
) , 7. 10 (dd, 1H, J = 5. 0Hz, 1. 5Hz) , 7. 22 (s, 2 
H) , 7. 53 (s, 1H) , 8. 62 (d, 1 H, J=4. 9Hz) 
»^1J6 6 




Me °2 N0 2 
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(3S) - 3-^^;V-2-^#y-N, N' -If* [ [2~ (3, 4, 5 - t> 



(3 s) - 1 - [ [2- (3, 4, 5- h y t v^-i/yx.-fl') try ^-4 

-^T/W -3-^f;W2-^y^7^ (80mg) <b4-^n 

(3, 4, 5-hMf^/7i-^) t°yi>>- (6 3mg) £ 
»I6 5 Raited iggfe&£ L,-C*WBfl2^«J«r#fc- 
l&ft : 1 2 4m g (9 2%) 

'H-NMR (aSlltffiSirt-CaS^ 4 0 0MHz, CDC1,) 5 : 1, 56 
(d. 3H, J = 6. 6Hz) , 2. 5 3-2. 5 9 (m, 1 H) , 2, 95- 
2. 99 (m, 1H) , 3. 21-3. 33 (m, 2H) , 3. 43 (q, 1 H, 
J = 6. 8Hz), 3. 52 (d, 1H, J = 14. 4Hz) , 3. 90 (s, 
6H) , 3. 95 (s, 6H) , 3. 95 (s, 7 H) , 4. 58 (d, 1 H, 
J = l 5. 4Hz), 4. 75 (d, 1H, J = 15. 2Hz), 7. 10 (d, 
1H, J=4. 7Hz) , 7. 22 (s, 2 H) , 7. 23 (m, 3 H) , 7. 
54 (s, 1H) , 7. 62 (s, 1 H) , 8. 61 (d, 1 H, J=5. 7H 
z) , 8. 63 (d, 1 H, J = 5. 9 Hz) 
m/z (EI) : 6 2 8 [M + ] 
W&&\ 10 7 

N- [2- (t e r t -'JTfl'*?* fvW U A'tti') ^^W] -N~ [ [2- 
(3, 4, 5- > y / ySri/yx.-jV) t*y^^-4— f/V] -Na~ 
(9-7/^V-^M h3r*>#/Wf^/V) -L-/<yvT3 K<7>&/&: 
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N ^^.OTBDMS 
' Q i)s^NHFmcic 

N— [2- (t e r t - ztf-frVt^iWy frir*^) — N— [ [2 

- (3, 4, 5-M)^h^/7*=/l/) f^l *5=7U] T%V 

(6 7 9mg) „ N- (9-7;W^V~;Vpt Art^A*) -L-^jjy ( 

8 6 5 m g ) SrfBSM 9 5 t RIMI, 41 lE{b#tl£#fc 0 
IRS : 1 . 1 1 g (74%) 
gS3t0lJ 10 8 

N- [2- (t e r t f-fi,*/ y /^df'» cxfvV] -N- [ [2~ 

y V7 ^ K<D-&j£ : 




N- [2- (t e r t /V^f^^y^^rv') ^^/V] -N- [ [2 

- (3, 4, 5- by7« try v^-4 — f/V] ;*fvV] -No 

- K^-v-^/^^/i/) -L-/^yyr? K (1. iig) 

i&A : 7 0 5 m g (90%) 
U&\ 10 9 

N- [2- (t e r t-^^f^!)/^^'» ^/V] -N- [ [2- 
(3, 4, 5- h y ^ h=Jrv-7*^/V) fy^-4-W/U] ~Na- 

(2-= hn^yf y^;v*x;i/) -L-/^y>-T=: 
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MeC 



Me( 




N- [2- (ter t -^jV^^iW^ >V***s) zt&A^ -N- [ [2 

- (3, 4, 5 -MM hdf>y7x=/v) t°})Vy-2-4^ >?7l/] -L- 

/<y yr? k (7 o 5m g ) ^m^\9 0 tmm^MLx, mm<t^^Wc 0 

Ifcfi : 8 7 7 m g (92%) 
®3£0!l 1 1 0 

N- (2-t Ko*^f/l') -N- [ [2- (3, 4, 5- hy ^ fW* 



N- [2- (ter t -T'fvVS^^/^y /V^vO -N- [ [2 

- (3, 4, 5 -MM V**S7=.~A') t°))i?>-4-4^ "Na 

- (2--bn^yfyx/V^=/V) K (8 7 7mg) Sr^jt 

IRS ; 6 9 8m g (9 5%) 

iifi 1 1 1 

(3 S) - 3— fy/n tT;u-l- [ [2- (3, 4, 5 - MM 
/U) h 0 !) s?v-4— Ov] tf-M -4- (2-~ ho^y^y^^=/i') - 
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N- -N- [ [2- (3, 4, 5- by * b**S7 

WJy-A-Jju'] *<f/V\ -No- (2-^bP^yfy^= 

;V) ™L-/^y7 5K (5 4 6mg) 9 9 IHH^iM U tKflBfc*& 

M5t#J 1 1 2 

(3S) [ [2- (3, 4, 5- fU;>< = 

/w) t°y ^y-4— OKI **f-iv\ -2-^yt^7^©M: 



fRS:3 6 5mg (2«»T?7 9%) 

'H-NMR (4 0 0MHz, CDC 1 3 ) 5 : 0. 97 (d, 3 H, J = 6. 
8Hz) , 1. 05 (d, 3H, J=7. 0Hz) , 1. 63 <br, 1 H) , 
2. 5 6-2. 6 4 (m, 1 H) , 2. 99-3. 31 (m, 3 H) , 3. 41 
-3. 47 Cm, 2H), 3. 90 (s, 3H), 3. 95 (s, 6 H) , 4. 
48 (d, 1H, J = 15. 4Hz) , 4. 90 (d, 1 H, J = 15. 4Hz 
) , 7. 10 (dd, 1H, J-4. 9Hz, 1. 2Hz) , 7. 21 (s, 2 
H) , 7. 53 (s, 1H) , 8. 61 (d, 1H, J=5. 1Hz) 
6 7 

(3S) -3— { Vfv \* At- 2 N' -tr* [ [2- (3, 4, 

s-hyy. h#^7==/k) 4-4^1 ^tw] t°^7^- 1. 5 
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OMe 

(3S) -3— f Vfn tf/t — 1 - [ [2- (3, 4, 5 -MM 1>^'>7^- 
yv) t°!J^y-4-^] T^A-] ~2-^y^7^y (80mg) H- 
^np^/V-2- (3, 4, 5- ^ ^->7s^) tfy (5 9mg 

JR4 : 9 8 m g (75%) 

'H-NMR mm&MtLXMfe* 4 0 0MHz, CDC1 3 ) 5 : 1. 13 
(d, 3 H, J = 6. 8Hz) , 1. 22 (d, 3 H, J=6. 8Hz) , 2. 
23-2. 27 (m, 1H) , 2. 60-2. 64 (m, 1 H) , 3. 03-3. 
35 (m, 4H) , 3. 65 (d, 1H, J = 14. 8Hz) , 3. 90 (s, 
3H) , 3. 91 (s, 3H) , 3. 95 (s, 6 H) , 3. 96 (s, 6 H) , 

3. 96 (d, 1H, J=14. 8Hz) , 4. 48 (d, 1 H, J = 15. 2 
Hz) , 4. 92 (d, 1H, J=15. 2Hz) , 7. 12 (d, 1H, J = 

4. 9Hz), 7. 21-7. 24 (m, 5H), 7. 56 (s, 1 H) , 7. 
65 (s, 1H) , 8. 60 (d, 1H, J=4. 9Hz) , 8. 63 (d, 1 
H, J = 5. 1Hz) 

m/z (EI) : 6 5 6 [M + ] 

i i 3 

N- [2- (t e r t ^ ^fvH -N- C [2- 

(3, 4, 5-hy ^ eU^y-4— f/U] -No- 
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Me( 



Me 




" T r 



j^s^OTBDMS 



N- [2- (t e r t -tt/UVjl fvVf JJ tVit* *» -N- C [2 



(1. 27g) , N- O-yM'tf-Ws/M h^^^^/v) -D-^yy ( 

i. o o g) zm^ms 5 tmmzttmu mtm^m^Wu ^fmmm^ 
m&w i i 4 

N- [2- (te r t-yf^^/W!)/^^^) xfvv] -N- C [2- 

(3, 4, 5-h y^ h^j/7*-/v) t/U] **tv\ -d-^ 

y y7 5 K«o£fifc : 



1 3T*#6>*tfcfeN- [2- (t e r t~^f;V^^V!);Vt^ 

is) — n— [ C2- (3, 4, 5-hy^ h^^^^^/v) t"y>?y- 

4-^/1/j .jt^yv] -No- (9-7M^^^^) -D-^ 

HX* : 1. 0 0 g (2MT-6 4%) 
§^<1 1 1 5 

N- [2- (te r t-^A'^f^Vll/I'^i') -N- [ [2- 

(3, 4, 5-h!M h*5/7*~/W) v?y-4-^/W] ^fvW] -No- 



- (3, 4, V*c*S7=.~A') t°y 5^-4-^3 T^V 




.OTB DM5 
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Ml 



Mi 




,OTB DMS 



A, °z NO 2 



N- [2- (t e r t -T^Vi^ f7Uf !> Jl^/V] -N- [ [2 

- (3, 4, 5-bMhW*=/U) t°y^y-4 — f/V] -D- 
AUyTO' (1. 0 0 g) «3tM9 0i»«lLT, glfBte^fc^fco 
UStft : 1. 3 6 g (9 4%) 
Sl« 1 1 6 

N— (2-fc Kndf-Joifyb) -N- [ [2- (3, 4, h*5/:7:c 



N _ [2- (t e r t-yfvV^^/Vv-];/^^) ^/V] -N- [ [2 

- (3, 4, 5- h U ^ h#->7 3i=/V) t°y v^-2 — f/W] -Na 

- (2-=M3^0^?^^*—/V) -D-^!)y7 5K (1. 3 6 g) 
#J9 8 tMIL, ««^-&**#fco 

Jftfl : 1. 0 8 g (9 4%) 

mmm 1 1 7 

(3R) -3— Yy^ntf/lz-l- [ [2- (3, 4, 5-hy^ 
/V) t°y^-4-fyV] -4- (2-=M3^f^/V*^) - 
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N- (2-t Kndf">xf/V) — N— [ [2— (3, 4, 
^rvU) -Net- (2--ho^^/V^ 

-D-/^yrO' (2 5 8mg) »J9 9^W1U ^flBft-g" 

&tifi09 1 1 8 

(3R) -3— f [ [2- (3, 4, 5-h^h^V7xX 



I&g : 1 0 9 m g (2«Wt?6 3%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 6:1. 01 (d, 3H, J = 6. 6 
Hz), 1. 08 (d, 3H, J = 7. 0Hz) , 2. 58-2. 70 (m, 1 
H) , 3. 0 5-3. 3 0 (m, 3 H) , 3. 4 5-3. 5 7 (m, 2 H) , 3. 
93 (s, 3H), 3. 98 (s, 6H), 4. 51 (d, 1H, J =15. 4 
Hz) , 4. 92 (d, 1H, J = 15. 4Hz) , 7. 12 (d, 1 H, J = 
5. 1Hz) , 7. 24 (s, 2H) , 7. 56 (s, 1 H) , 8. 64 (d, 
1H, J=4. 9Hz) 

mums s 

(3R) -3-^y7'Pt>-2-^y-N I N' - If* [ [2- (3, 4, 
5- MM ^1)^-4-^] ^TvV] f^7^i<"3j&^ 




126 



WO 2004/032933 



PCT/JP2003/0 13048 



Me< 



Me 




(3R) -3— rv^atVV- 1- [ [2- (3, 4, 5- MM h^v^rc 
^V) tfy^>--4— T/V] -2-^-^ryt°^yi?V (I0 9mg) £ 

4-^naW-2- (3, 4, 5-b])*b*$'7x~A>) K°!)*J>(10 
4m g) stpUflftHiKJt:**, MaxilB^^^tfc. 

J&S : 5 8 m g (50%) 

'H — NMR mmmmtLXlM^ 4 0 0MHz, CDC1 3 ) 5:1. 14 ( 
d, 3H, J = 7. OHz) , 1. 23 (d, 3H, J = 6. 8Hz), 2. 2 
0-2. 35 (m, 1H) , 2. 5 8-2. 7 0 (m, 1 H) , 3. 03-3. 
45 (m, 4H), 3. 67 (d, 1H, J = 14. 8Hz), 3. 90-3. 
91 (m, 6H), 3. 96-3. 97 (m, 15 H), 7. 13-7. 15 ( 
m, 1H) , 7. 24 (s, 5 H) , 7. 59 (s, 1 H) , 7. 67 (s, 1 
H) , 8. 61 (d, 1H, J=5. 1Hz) , 8. 64 (d, 1 H, J = 5. 
1Hz) 

m/z (EI) : 6 5 6 [M + ] 

mm\ 1 1 9 

N— [2- (t e r t -^JV*/} /M*^ ->) — N — [ [2- 

(3, 4, J h*i/7*~/ls) H°])^y~4-^/Ul t^;V~\ -Na- 

O-y/l^M^/M Y**s%^~}V) -L-n^->y7? Y(D&f& : 




jX\^-OTBDMS 
s^NHFmoc 
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N- [2- (t e r t Tvl^JJ ^jV\ — N — [ [2 

- (3, 4, 5 - h ] J ^ h^i^y^^) t°\)i>l/-2 — {A*] *i~}V\ T % > 
(1. 40g) , N- h^v/^/p^/V) -L-n^> 

(1. 1 6 g) £M5t$J9 5 i^tcML, ^iB|b^^t#fc 0 
HXfi; : 2. 3 2 g (9 3%) 

m&\ 1 2 o 

N- [2- (t e r t <?jWy ]} *,) ^tV\ -N- [ [2- 

(3, 4, 5- * h*->7x^V) t°y>>^-4 — CM} p^V] -L-d 



N- [2- (t e r t f/l/i/i) fVir^y) ^=$-jV\ -N- [ [2 

- (3, 4, 5- hJJ / y3c-y7*^.jv) t°U i?>--4— T/v] ^fvi-] ~Na 

- {§~7;VJrU~;V* b^v-^A^-yv) -L- p-Y v-^T 5 K (2. 3 2g 

HKfi : 1 . 5 7 g (96%) 

mtm 2 1 

N- [2- (ter t -y^/V^^v-y /P^^iX) -N- [ [2- 

(3, 4, 5- h y ^ h^v'y'icn/V) t°yi^-4— C^J -Na- 
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N- [2™ (t e r t — -f ?\>3r*i/) mfyu] — N— [ [2 

- (3, 4, 5 - h U * h^rV7x^) — f/>] ^ ^/V] -L- 
p^^T^ K (1. 5 7 g) £®£#>i9 0 i«MSUT, tffBte^^ 

i&lS : 2 . 0 5 g (98%) 
$436^ 12 2 

N- (2-fc HP^foifyl,) -N- [ [2- (3, 4, 5 - 7< 



N~ [2- (t e r t =f-/U^V /M^y) ^JV] -N- [ [2 

- (3, 4, 5- b y ^ Y^y^?v) \?yvi/~A-4?v\ ^fvv] -n« 

- (2--hP^Vf^/tol') -L-u-Y'»T?K (2. 0 5g) 
S6«9 8£ia#K:fcB!IU *lBfc#fc&»fc. 

: 1 . 6 1 g (93%) 
1 2 3 

C3S) -l - [ [2- (3, 4, 5-h>M s^y^n/v) try 5^-4- 

-f^] *<f-/V) -3~ (2-^f;V^at» -4- (2-~ hP^Vify^/V 
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N- -N- [[2- (3, 4, 5 - MJ ;* r^f? 

» - L - v^T 5 K ( 1 . 5 7 g ) £3g»J 9 9 i U «ffl&fb 

S![»J 1 2 4 

(3S) -1- [(2- (3, 4, fy^V-4- 
-f/W)^^] -3- (2->f^o^) - t^yv^GO-S^ : 



IRS: 6 8 9m g <2MfTM4%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 0. 95 (d, 3 H, J = 6. 
6Hz) , 0. 98 (d, 3H, J = 6. 6Hz) , 1. 60 (ddd, 1 H, 
J = 13. 7Hz, 9. 9Hz, 4. 2Hz) , 1. 71 (br, 1 H) , 1. 
7 7-1. 8 0 (m, 1H) , 1. 95 (ddd, 1H, J = 13. 7Hz, 9. 
9Hz, 4. 2Hz), 2. 98-3. 05 (m, 1 H) , 3. 15-3. 23 
(m, 2H) , 3. 3 5-3. 4 2 (m, 1 H) , 3. 5 5 (dd, 1 H, J = 
10. 1Hz, 3. 6 Hz) , 3. 90 (s, 3H), 3. 96 (s, 6H), 

4. 63 (d, 1H, J = 15. 2Hz) , 4. 67 (d, 1 H, J = 15. 2 
Hz), 7. 09 (dd, 1H, J = 5. 1Hz, 1. 6Hz), 7. 21 (s, 
2H) , 7. 53 (d, 1H, J=0. 6Hz) , 8. 61 (dd, 1 H, J = 

5. 0Hz, 0. 7Hz) 
H»J6 9 
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(3S) -3- (2-^^/^nt°/V) N' -tf* [ [2- 

(3, 4, 5-MJ^b^^7^^) J) v 5 >'-4— Y^] ^fvv] 
V • 2. 5*BfciftO&-rit : 



(3 S) -1- [ [2- (3, 4, 5- MM Y**/? =.=v\>) A 
(Al -3- (2™^^/V^Pt;V^) -2^-^y tr^^^v (10 0. 

mg) i4-^oP^f^-2- (3, 4, 5 - h ]} * F^^7x=/I/) h°y i? 

v (7 lmg) 5^#{c,kj&£^ mmbisxmztt,&®&'&fra 

i&fi; : 5 8 m g ( 5 0 %) 

'H-NMR LTSIS, 4 0 0MHz, CDC1 3 ) 5 : 0. 90 

(d, 3H, J = 6. 2Hz) , 0. 97 (d, 3 H, J = 6. 4Hz) , 1. 
78-1. 81 (m, 1H) , 1. 9 0-2. 00 (m, 2H) , 2. 63 (d 
t, 1 H, J = 1 3 . 3Hz, 4. 9Hz) ,'3. 12-3. 2 5 (m, 2 H) , 
3. 30 (t, 1H, J = 5. 9Hz), 3. 37-3. 42 (m, 1H) , 3. 
64 (d, 1H, J = 14. 3Hz) , 3. 90 (s, 6 H) , 3. 96 (m, 
13H) , 4. 50 (d, 1H, J = 5. 0Hz) , 4. 86 (d, 1 H, J = 
5. 2Hz) , 7. 12 (d, 1H, J = 3. 7Hz) , 7. 21 (d, 1H, 
J = 5. 1Hz), 7. 22 (s, 2H), 7. 23 (s, 2 H) , 7. 56 ( 
s, 1H) , 7. 65 (s, 1H) , 8. 61 (d, 1H, J = 4. 9Hz) , 
8.6 4 (d, 1H, J =4. 7Hz) 
m/z (EI) : 6 7 0 [MM 

mmm 1 2 5 

N- [2- (t e r t -7^/1*^^ f-fr'S V A>tt*s) ^fvV] ~N- [ [2- 




OMe 
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(3, 4, 5-h!M }<*i/7x.-fi>) tryi?V-4 — f/U] ^fvV] -No- 



N- [2- (t e r t --ff-frVt'f-A'isy A?***/) ^/V\ -N- [ [2 
- (3, 4, 5- MM h*^*^) try ^y-4-l'A'] p< 3vkl T5>- 
(9 7 3mg) , N- h^v-^/V^/V) -L-7^^/V 

Ty~V (8 7 lmg) Sr|git^J9 5iW«U «1Sfl3£tt«:#&. 
HXfi ; 1 . 3 5 g (75%) 
1 2 6 

N- [2- (t e r t-^A-^^y W/) -N- [ [2- 

(3, 4, 5- h Pt* h^->7x=;V) tfy i?V-4-^T/V] ^ ^/V] -L-7 



N- [2- (te r t -zf^/V'J^ f-frW M^V} ^fTP] -N- [ [2 
- (3, 4, 5™ b y ^ N ^S/^aix^) fy^y-4— C/V] p*^] -Na 

3 5 g) £$WJ9 6 tKflttteaiU 
: 8 6 5 m g (89%) 
1 2 7 
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N- [2- (t e r t --ff-fW* f-JUf]) A,***/) -N- [ [2- 

(3, 4, 5- hU ^ Y**y~7^~)V) tf y 4 ->f/V] -Na- 



N- [2- (t e r t-y^/Vv^^v-y^^v') -N- [ [2 

- (3, 4, 5- MM h^v'^-A') t°y i/y- 4-4 W ~L- 

7x^77=^7sk (sesmg) mmmo o tmm^mLx , m&it 

Iftft : 1. 0 7 g (9 4%) 
SS3i0>J 1 2 8 

N- (2-t KP=¥^^) -N- [ [2- (3, 4, 5- M> h*i/7x. 



N- [2- (t e r t -^fr*?* -N- [ [2 

~ (3, 4, 5-Mn^7ix;H fy^i^-4— f^] j*3vl"] -Na 
- (2-— ha^V-^y^/V^-yV) -L"7*->79^775F (1. 0 6 
g) &$£«9 8£ITO^®U *|&<fc£tt«:»fc. 
HJifi : 9 8 3 m g (SIM) 
WJ12 9 
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(3 S) -3 Vs*Jfr-\- [ [2- (3, 4, 5 - h U J h * ->7 x^/U) 

t 0 l) v 5 ^— 4 — f A] t*^] -4- (2-- hn^j/^M-/!') -2- 



N- (2-K KP^/xfyV) -N- [ [2- (3, 4, 5- h JJ j« b*f:7 

^/v) try f*] >f->v] -No- (2--bo^yx/v*= 

/V) -L-7x^7?^r? K (9 2 1mg) ^WJ99i;»«U 

mmm 1 3 0 

(3S) -3 C [2- (3, 4, 5- MM h^v^^/V) 



mm : 4 3 Omg (2ft»tf6 9%) 

'H-NMR (4 0 0MHz, CDC 1 3 ) 6 : 1, 62 (br, 1 H) , 2. 
90-2. 96 (m, 2 H) , 3. 09-3. 17 (m, 2H), 3. 38 (d 
t, 1H, J = 10. 9Hz, 4. 3Hz) , 3. 52 (dd, 1H, 1 = 13. 
6Hz, 3. 4Hz) , 3. 74 (dd, 1H, J=9. 8Hz, 3. 5Hz) , 
3. 90 (s, 3H), 3. 96 (s, 6H), 4. 65 (d, 1 H, J = 15. 
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2Hz) , 4. 70 (d, 1H, 1=15. 2Hz) , 7. 05 (d d, 1H, 
J = 5. 1Hz, 1. 6Hz) , 7. 22 (s, 2 H) , 7. 2 5-7. 34 ( 
m, 5H) , 7. 54 (s, 1 H) , 8. 61 (d, 1 H, J = 5. 1Hz) 

mmm i o 

(3S) -3— <>i?;U~2-^y-N, N' - tf * [ [2- (3, 4, 5- 



(3S) -3 — i>-v7l"-l- [ [2- (3, 4, 5 - hJJ t< 

) try ^-4-^^] -2-^y^7^v (89 mg ) t4-? 

(3, 4, 5-h^hWs=^) tf!JJ?y (5 9mg) 
M: 1 0 2m g (7 2%) 

'H-NMR M^S^LTiJ^ 4 0 0MHz, CDC1 3 ) d : 2. 5 2 
-2. 5 8 (m, 1H) , 3. 0 1 (dt, 1 H, J- 12. 9Hz, 4. 5H 
z ) , 3 . 11-3. 13 (m, 2 H) , 3 . 26 ( d d , 1 H, J = 1 4 . 2 
Hz, 4. 3Hz) , 3. 39 (dd, 1H, J = 14. 2Hz, 5. 8Hz) , 

3. 51 (d, 1H, J = 14. 4Hz) , 3. 58 (t, 1H, J=4. 8H 
z) , 3. 90 (s, 3H), 3. 91 (s, 3H), 3. 94 (s, 1 2 H) , 

4. 13 (d, 1H, J = 14. 3Hz) , 4. 39 (d, 1 H, J = 15. 2 
Hz) , 4. 87 (d, 1H, J = 15. 2Hz) , 6. 79 (d, 1H, J = 
4. 1Hz) , 7, 00 (d, 1H, J=4. 7Hz) , 7. 17-7. 30 ( 
m, 9H) , 7. 48 (s, 1 H) , 7. 50. (s, 1 H) , 8, 53 (d, 1 
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H, J = 5. 1Hz) , 8. 55 (d, 1H, J = 5. 1Hz) 
m/z (EI) : 7 04 [NT] 

nm\ 1 3 1 

N— [2- (t e r t -y'i'/Wj ^=f-;^y^ M^-y) x*f-iV\ -N- [ [2- 
(3, 4, 5 — hV*b*i'7*=-/l') t*y^-4-^f;l/] ^f;l/] -N«- 



N— [2- (t e r t -T/gVV^ ^vV^y^^vO jc^vI/] — N— [ [2 

- (3, 4, 5- h ] ) t h*i/7xn/i/) t^/k! 7iy 

(7 2 5mg) , N- ^^^*) -N«~M'9 1 

/i'- L -7-^7^ (l- o o g) &$BS0!I9 5t^ii{^gu ^SE-fb^ 

IR* : 5 6 3 m g (33%) 

mm\ 132 

N- [2- (t e r t -^/V^^/V^y ^^/U] — N— [ [2- 

(3, 4, 5- M ^ f*^73t=yU) \?})&y-4-sf/Ul *J-)V\ -Noj- 
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Ph 



N- [2- (ter t fyt^JJ A****/) -N- [ [2 

- (3, 4, 5 -MM h^->7x^) t »y T/>] *=f-)V\ -Na 

^75K{5 6 3mg) *»SS{W 9 6 i |PI#tcASffl U Mfc£«#fc 0 
*&* : 3 9 6 m g (90%) 
1 3 3 

N- [2- (ter t f-jVt/V A<Hr* 9 s) ^/U] — N™ [ [2- 

(3, 4, 5- h>M b*ci/7x-/U) h'Vi?y~4-4/l'] tJ-A] ~N a - 
(2-^hP^y^M-;0 -Nw- MJ7vl/-L--7:*^?¥W3 K 
: 




N- [2- (ter t -^jWjjt^i/]) jVOr^y) xl^/U] -N- [ [2 
~ (3, 4, 5- MM }>**/-7x.-jV) fTP] t^-fr] ~Na> 

- MJ^-L-T^/^^T? K (3 9 6mg) frSl&H 9 0 £ M^MS 

JtZft: 4 6 5mg (95%) 
MM! 13 4 
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N— (2-t Kn^^f/V) -N- [[2- (3, 4, 



N— [2- (t e r t -73*A'*J* fvi"> y /visr**y) x^vi/j — N— [ [2 

- (3, 4, 5- h y ;* /V) t°y i?y-4— f/P] ^^/V] -Na 

- (2-= bP^VifV^Wf^/V) -Nco- h y f/l'-L-T^^yr; 
H (4 6 5mg) &8i»i|9 8 £ l^lK&ffiU SEffrS'fclSrftfco 

JRfi : 4 1 Omg (8 8%) 
^MJ 1 3 5 

(3 S) -1- [ [2- (3, 4, 5-hy 7« h^V7i=;V) fc'y 5?^-4- 
-f/V] -4- -2-^y-3- [ 



N- (2-t Kp^v^^V) -N- [ [2- (3, 4, 5- by } 
yP) K (4 10mg) WJ9 9i 
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mmm 1 3 e 

(3S) -1- [ [2- (3, 4, 5- MM b*f7*-M V»i?y-4~ 



M:2 3 3rag (2«7 5%) 

! H-NMR (4 0 0MHz, CDC1 3 ) 5 : 2. 74 (br, 1H) , 2. 
8 7-3. 0 8 (m, 5H) , 3. 3 5-3. 3 9 ( m> 1 H) , 3. 73-3. 
76 (m, 1H) , 3. 89 (s, 3 H) , 3. 93 (s, 6H) , 4. 45 ( 
dd, 1H, J = 15. 3Hz, 6. 5Hz) , 4. 72 (dd, 1 H, J = l 
5. 3Hz, 7. 1Hz), 7. 03 (d, 1 H, J = 3. 5Hz), 7. 18 
-7. 28 (m, 18H) , 7. 47 (s, 1 H) , 8. 53 ('d, 1 H, J = 
4. 9Hz) 

mmm 1 3 7 

(3S) - 2 -^y-3- [2- {\*»<?A'7$JAA<ti=A>) - N , 
N' -If* [[2- (3, 4, 5-MM h*^7x.~M e])^y-4~^/U 
3 ^fvw] bVy.^y^. 
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MeC 




'OMe 



,OMe 



(3 S) -1 - [ [2- (3, 4, 5- MM Y^yy^/V) t'y v^-4 
— f/V] ^^V] -2-*-*y-3- [2~ (hy^/VT^/^/^^V) 
fcV^^y (2 3 3mg) (3, 4, 

b ^ i/y * ~/^) t? y py { i o 4 m g ) & 6 5 1 mmzRit^ 

i&M. : 2 9 2 m g (90%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 2. 9 1-3. 10 (m, 3H 
) , 3. 16 ( d , 1H, J = 1 3 . 2Hz), 3. 29-3. 44 (m, 3H 
) , 3. 5 1-3. 5 9 (m, 1 H) , 3. 8 6-3. 9 5 (m, 1 9 H) , 4. 
40 (d, 1H, J=13. 2Hz), 4. 95 (d, 1H, J = 15. 4Hz 
) , 6. 98 (d, 1H, J=4. 9Hz) , 7. 02 (d, 1H, J = 4. 9 
Hz), 7. 16-7. 26 (m, 19 H) , 7. 45 (s, 1H) , 7. 68 
(s, 1H) , 7. 72 (s, 1H) , 8. 47 (d, 1H, J = 5. 1Hz) , 
8. 5 1 (d, 1H, J =4. 9Hz) 

mmm 1 1 

(3S) -Z-%W£4Wf'A'-2-**y-H, N' -fcf* [[2- (3, 

4, 5- MM h^-yy^^) t°y^v-4-^/^] tf-M t'^jvy- 2 
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(3S) -2-^^y-3- [2- (hVT/V7$/#/\'7$~M t^/V] — N, 
N' -tr* C [2- (3, 4, h^V7x=A) bf y v^V- 4 — f /I/ 

] >fvl/] bf^yv^V (2 9 2mg) (2mL) (C»Lh!J7Mn^ 

Sft (4mL) frJPitr8 0ric-CjK#Ufc. iffSll^n^ai^ 

^mtm-r v y ? a 7 k, g&fa«7j<T»u b y 

Jfc * : 1 0 8 m g (51%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 6 : 2. 64 (t, 1H, J = 10. 

5Hz) , 2. 9 3-3. 0 0 (m, 2H) , 3. 08 (d, 1H, J = ll. 

7 Hz), 3. 37-3. 50 (m, 4H), 3. 80 (s, 3H), 3. 82 
(s, 6H), 3. 83 (a, 3H), 3. 86 (s, 6H), 4. 02 (d, 

1H, J = 15. 6Hz) , 4. 09 (d, 1 H, J = 14, 6th) , 5. 5 

0 (d, 1H, J = 15, 4Hz) , 7. 05 (s, 2 H) , 7. 13 (s, 2 
H) , 7. 18 (d, 1H, J=4. 9Hz) , 7. 5 7-7. 6 7 (m, 3H 
) , 8. 53 (d, 1H, J = 5. 1Hz) , 8. 82 (d, 1H, J = 5. 1 
Hz) 

m/z (EI) : 6 7 1 [M + ] 
Wm 1 3 8 

N- O-^/Vjtl^/M b**sJ&A*$~M -L-^y^V-N- (-O-vVV) 
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FmocHN' 




n- o-^/i^u^/M b^i^ufc/u) -L-^yy (1. Og) &V 5 

^Dn^> (lOmL) tDMF (0. lmL) Ol^ilClil, 0°C5C 
Wty^Pjl K (3 7 4mg) WL, 3 0^Wlfc o *il3«N 
- (^y^/V) v/yn^Ao^TVV (5 8 7mg) £ h ]) ^)V7 % V (4 
7 7mg) (O^PH^y (lOmL) ^f{-0 o C^XMTLfc o 

m&Kxmwm^. mm^wmmx^ mmmm^^m^ ?k 

W7^^Pvf^77^- (n -^H-V : 3 : 1) TJfMSU 

JR* : 1. 3 7 g (9 1%) 
M3t^!j 1 3 9 

v^n- [n- (^<y^) ^yy/i'-L-^y^] 



N- (9-7;^!/^^ h^r^/V^/V) -L-^yA—N- H^-^/V 
) >sy*?-A'=.xTA> (1. 2 3g) ^t:°^y-^yc0 2 0%Xir h= MJ/V 
M (l2mL) fcSJKU ifitt3 0^WLfc o K«£»E«U 

ffSfc^^*so*, flit*, $m-k&&x*m&u iMth^^tit 

yWA : ^;^=50 : 1) tSIU $lBte&<fcj&#fc. 
Jjjlfi : 5 5 8mg (9 5%) 

'H-NMR (40 0MHz, CDC1 3 ) 5 : 0. 88 (d, 3 H, J = 6. 
63Hz) , 1. 03 (d, 3H, J = 7. 2Hz) , 2. 4 2.-2. 4 9 (m, 
1H) , 3. 77 (d, 1H, J = 17. 8Hz) , 3. 86 (d, 1 H, J= 
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17. 8Hz) , 3. 93 (t, 1H, J=2. 9Hz) , 4. 45 (d, 1H, 
J = 14, 3 Hz), 4. 7 6 (d, 1H, J = 14. 4Hz), 6. 79 (b 
r, 1H) , 7. 2 6 - 7. 3 7 (m, 5 H) 

mmm 1 4 o 

(3 S) - 1 bVuf^^^vco^ : 



->^n- [N— (-O^V) ^U^V-L-^y^V] (5 5 8mg) SrTHF 
(2 0mL) {CWU OriCT/K^y^^AT/V^nr^A (4 3 0mg) £ 

r«Lfc 0 #M£&*»7-hy *at?i&»u ^Eisat^ ^«vy^? 

W:3 8 6mg (78%) 

'H-NMR (4 0 0MHz, CDC1,) 8 : 0, 88 (d, 3 H, J = 6. 
8Hz) , 0. 93 (d, 3H, J=6. 8Hz), 1. 51-1. 59 (m, 
1H) , 1. 7 8 (br, 2H), 1. 9 8 (dt, 1 H, J = ll. 1Hz, 
3. 1Hz) , 2. 46-2. 50 (m, 1 H) , 2. 72 (d, 1 H, J = l 
0. 9Hz), 2. 85-2. 89 (m, 2H), 2. 98 (dt, 1H, J = 
11. 9Hz, 2. 7Hz) , 3. 44 (d, 1 H, J = 13. 1Hz) , 3. 
56 (d, 1H, J = 13. 1Hz) , 7. 23-7. 31 (m, 5 H) 

mmm 1 4 1 

(2S) -2-^y^o tWtXyvJy©^ . 




HN""-| 
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(3S) -1-' <V'^V-3— ' fyyp^^7^ (3 5 8mg) £f£^ 
(lOmL) KjgAfU 7/^>WTl 0%/^7^!)^-W (4 0mg 

HXt: 16 lmg (77%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 8 : 0. 91 (d, 3 H, J = 6. 
8Hz) , 0. 93 (d, 3H, J=6. 6Hz) , 1. 4 8-1. 5 7 (m, 
1H) , 1. 75 (br, 2H) , 2. 31-2. 45 (m, 2 H) , 2. 67 
-2. 83 (m, 2H) , 2. 90 (d, 1H, J = ll. 5Hz) , 2. 99 
-3. 0 2 (m, 2H) 

mmm 7 2 

(2S) -2-4 V^n fcVP-N, N' -fcf* [ [2- (3, 4, 5- h!M h 



(2S) -2 — (■ y^P tVVt^^^y (25mg) fc 4 - * P P p« =f-/V~ 2 
- (3, 4, *Y*i/7*~fl') t°y (1 1 7mg) £»$J6 2 

HSlS : 1 2 9 m g (Sttft) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5: 0. 95 (d, 3H, J = 6 . 
8Hz), 0. 98 (d, 3 H, J = 6 . 8Hz), 1. 76-1. 91 (m, 
1H) , 2. 14-2. 34 (m, 4H) , 2. 62 (d, 1 H, J = 10. 1 
Hz) , 2. 7 6-2. 8 2 (m, 2 H) , 3. 24 (d, 1 H, J = 14. 4 




OMe 
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Hz) , 3. 50 (d, 1H, J = 14. 1Hz) , 3. 62 (d, 1 H, J = 

14. 1Hz) , 3. 90 ( s , 6 H) , 3. 96 ( s , 6 H) , 3. 97 (s, 

6H) , 4. 17 (d, 1H, J = 14. 4Hz) , 7. 21-7. 27 (m, 

6H) , 7. 64 (s, 1H) , 7. 65 (s, 1 H) , 8. 58 (d, 1 H, 
J=4. 7Hz), 8. 59 (d, 1H, 4. 5Hz) 
m/z (EI) : 6 4 2 [M + ] 

mmm 1 4 2 

N™ }>%-Z/jj/V#x. ;V) ~L-pW S//U-N — Hvi^V 

) ^y^/loc*^©-^ : 



N— {9-7MV~>Vf h A-sK^A-) -L-P-fv'y (1. 3 1 g) 
fcN- (-O-^/V) ^DWif-^f^ (7 3 8mg) **B60J 1 3 8 £ IHI 

4Xft : 1 . 6 5 g (84%) 
W&M 14 3 

P - [N- (-O-^W) ^ D VA- L-B'f ^] : 



/V) ^p/yif^^ (1. 7 9 g) £MMl 3 9 
Jfefi : 7 7 5mg (8 8%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 0. 95 (d, 3H, J-6. 
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5Hz) , 0. 98 (d, 3H, J = 6. 5Hz) , 1. 6 2- 1. 6 7 (m, 
1H) , 1. 7 5-1. 8 5 (m, 2H) , 3. 80 (d, 1 H, J = 17. 4 
Hz), 3. 86 (d, 1H, J = 1 7. 2Hz) , 4. 04 (dt, 1H, J 
= 6. 1Hz, 3. 2Hz) , 4. 54 (d, 1 H, J = 14. 3Hz) , 4, 
65 (d, 1H, J = 14. 4Hz), 6. 80 (br, 1 H) , 7. 24-7. 
3 7 (m, 5H) 

Mitm4 4 

(3S) -1-^0-^/1—3- t^7^M: 



[N— C^O-^/V) V/V-L-P-f Vf^\ (7 7 5 rag) -&Wk 
W 1 4 0 t IH^tdMa L, aHEfls£fc«:1»fco 
J&ft : 7 0 0 m g (911ft ft) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 0. 87 (d, 3 H, J = 6. 
4Hz), 0. 89 (d, 3H, J = 6. 6Hz), 1. 08-1. 26 (m, 
2H)., 1. 6 1-1. 7 1 (m, 3H) , 2. 0 0 (dt, 1 H, J = ll. 
1Hz, 3. 6 H z ) , 2. 73-2. 96 (m, 5H), 3. 39-3. 5 8 
(m, 2H) , 7. 2 3-7. 3 1 (m, 5 H) 

-mmm 1 4 5 

(2S) -2 - (2-^f-^P tfAO ^7^©M: 



(3S) U-^fvK/ntf/V) fc^yvV (7 0 0m 

g) ^sjgfaji 4 i tmmimmu nm^m^mz. 0 

146 





WO 2004/032933 



PCT/JP2003/013048 



JRft : 3 0 8 m g (72%) 

'H-NMR (4 0 0MHz, CDClj) 6 : 0. 89 (d, 3H, J = 6. 
6Hz), 0. 91 (d, 3H, J = 6. 6Hz), 1. 10-1. 23 (m, 
2H), 1. 56 (br, 2H), 1. 60-1. 69 (m, 1 H) , 2. 3 4 
(dd, 1H, J = ll. 8Hz, 9. 9Hz), 2. 64-2. 98 (m, 6 
H) 

mww 7 3 

(2S) -2- (2->Wb^) -N, N' -tf^ [ [2- (3, 4, 5 
-MM h^-y^^/V) t°y^y-4-^;v] tv^^y - 3£Sfe£ 




(2S) -2- (2-^^vV7°Pt» tXy-^y (2 8mg) t4-^n 
7*^-2- (3, 4, 5- MM h*!/?*.^*) tfj? ^ (1 l 7mg) £ 

IRS : 1 2 9 m g (99%) 

'H-NMR (4 0 0MHz, CDC1 3 ) 5 : 0. 86 (d, 3 H, J=6. 
1Hz) , 0. 90 (d, 3H, J = 6. 1Hz), 1. 50-1. 56 (m, 
3H), 2. 25-2. 78 (m, 7H), 3. 39 (d, 1 H, J = 14. 1 
Hz), 3. 51 (d, 1H, J = 14. 1Hz), 3. 62 (d, 1 H, J = 
14, 1Hz), 3. 90 (s, 6H), 3. 97 (br, 13 H), 7. 22 
-7. 27 (m, 6H) , 7. 65 (s, 2H) , 8. 59 (d, 1H, J = 5. 
3Hz) , 8. 60 (d, 1H, J =5. 5Hz) 
m/z (EI) : 6 5 6 [M + ] 
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mmm 1 4 e 



N- (9-7^1^=/M h^r^^/K^/V) -L--Y yp-fv-y (1. 36 
g) tN- Ky^/V) /y^yxf^^f/V (7 7 0mg) l:W]13 8 

Ifcft : 1. 7 3 g (8 5%) 
3St3t0J 1 4 7 

v^yp- [n- (^yv^v) ^yy/v-L-fyo-f^v] : 



N- (9-7^^^/Vt< h^rv'^^fc^) -L — fyn/fy/v-N- (*< 
yv» ^j'/i/if/n^f^ (1. 6 3g) &M5ftWl 3 9 tmtXcEti&Z 

: 9 7 3m g (W$)£r#£p) 
'H-NMR (4 0 0MHz f CDC1 3 ) 5 : 0. 90 (t, 3 H, J = 7. 
4Hz), 1. 00(d, 3H, J = 7. 2Hz), 1. 14-1. 25 (m, 1 
H) , 1. 3 5-1. 4 3 (m, 1 H) , 2. 09-2. 15 (m, 1 H) , 3. 
77 (d, 1H, J = 18. 0Hz) , 3. 85 (d, 1 H, J*17. 8Hz 
) , 3. 9 5-3. 9 7 (m, 1 H) , 4. 51 (d, 1 H, J = 14. 3Hz 
) , 4. 69 (d, 1H, J = 14. 4Hz) , 7. 2 5-7. 3 6 (m, 6H 
) 




O 
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mm 1 4 8 

(3S) t^7i;^A| ; 



v^p- [N- ^UvVV-L — fyo^f^] (9 7 3mg, =F 

iKi: 50 6mg (2«7 1%) 

'H-NMR (4 0 0MHz, CDC1,) 5 : 0. 87 (d, 3 H, J = 6. 
8Hz), 0. 87 (t, 3H, J =7. 4Hz), 1. 13-1. 20 Cm, 
1H) , 1. 30-1. 41 (m, 1H) , 1. 4 6-1. 70 (br, 2H) , 

I. 78 (t, 1H, J = 10. 4Hz) , 1. 97 (dd, 1 H, J = 1 1. 
1Hz, 3. 3Hz), 2. 5 7-2. 62 (m, 1 H) , 2. 68-2. 76 

(m, 1H) , 2. 8 2-2. 8 9 (m, 2 H) , 2. 97 (dt, 1H, J = 

II. 9Hz, 2. 7Hz), 3. 44 (d, 1 H, J = 13. 1Hz), 3. 
56 (d, 1H, J = 13. 1Hz) , 7. 24-7. 31 (5H, m) 

nmm 1 4 9 

(2S) -2- (1-^^/^PtVV) V^&ftD&tit, : 



(3S) -l-s<y*?/U-3- (l-^f;V7nt» tf-^S^ (5 0 6m 

g) srsa»ji 4 1 fcpattteteau «ft^^#fc 0 

JRS ; 2 0 2 m g (65%) 

'H-NMR (4 0 0MHz, CDC1,) 5 : 0. 87 (d, 3 H, J = 6. 
8Hz), 0. 89 (t, 3H, J = 7. 4 Hz), 1. 12-1. 23 (m, 
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1H) , 1. 2 9-1. 3 2 (m, 1 H) , 1. 4 4-1. 5 2 (m, 1 H) , 
1. 64 (br, 2 H) , 2. 40-2. 48 (m, 2H), 2. 69 (dt, 
1H, J = ll. 3Hz, 2. 9Hz), 2. 80 (dt, 1H, J = ll. 3 
Hz, 2. 7Hz), 2. 89 (d, 1H, J = ll. 5Hz), 2. 94-3. 
0 1 (m, 2H) 

tmm 7 4 

(2S) -2- (l-^fyl^P tT/U) — N, N' -hT^ [ [2- (3, 4, 5 



(2S) -2- {l-tf-fr-friVM ^yity (28mg) £4-^pp 
;*?VV-2- (3, 4, 5- hiJ 7< h=¥^7^^) t°]J^> (1 1 7mg) $r 

KXft : 1 1 7 ra g (90%) 

'H-NMR (40 0MHz, CDC1,) S : 0. 93 (t, 3H, J = 7. 
8Hz), 0. 95 (d, 3H, J = 6. 6Hz), 1. 16-1. 25 (m, 
1H), 1. 3 5-1. 41 (m, 1H) , 1. 9 0-2. 0 5 (m, 1 H) , 
2. 11-2. 32 (m, 3H), 2. 45 (br, 1 H) , 2. 65 (d, 1 
H, J = 10. 3Hz), 2. 74-2. 79 (m, 2H), 3. 17 (d, 1 
H, J = 14. 3Hz) , 3. 52 (d, 1H, J = 14. 1Hz) , 3. 60 
(d, 1H, J = 14. 1Hz) , 3. 90 (s, 6H), 3. 96 (s, 6H 
) , 3. 97 (s, 6H) , 4. 19 (d, 1 H, J = 14. 2Hz) , 7. 2 
1-7. 27 (ra, 6H) , 7. 65 (s, 2H) , 8. 58 (d, 1 H, J = 
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3. 1Hz) , 8. 6 0 (d, 1H, J = 3. 1Hz) 
m/z (EI) : 6 5 6 [M*] 

warn 

2,67 <o4Hfcte*J<D«Mft (ftK 1 O^M^fe 1 O 1 0- 8 M^X'« 5 

ST-l (|f»k««) ^v>fc^«^T»Lfc 0 MJ5£^-^<£!3 
(G I 5 0) &7$&tc a 

4 8M#»OD#D - (-irn0#cDODffl) } XI 00 

* 1 ^ 5 1 8, 1 9, 6 2, 6 7 CD^«, ^ 

3?i SE8Sf0i,8> 1 9, 6 2, 6 7 <D{k&!®}<D%mK h W**WISiteSH-5 







MCF-7 


HCT-15 


MKN-74 


MKN-45 


PC-3 




ft) 




(*»*) 


(m) 


(M) 






IM1 8 


5 


1 0 


3 


7 


9 




i0U 9 


6 


9 


2 


7 


1 0 


HI 


!$J6 2 


6 


6 


6 


10 0 


>1 00 




6 7 


6 


8 


4 


9 


1 0 0 



N- [3- (3, 4, 5-h!M h*-^*^) ^V^/U] — N' - [ [2- 

(3, 4, 5 -yd j M Y/v] ^^vki tv^s* 

>- * 2 • 3 Omg 

ttgf^'fe/l'B-^ 3 Omg 
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3 0 m g 

^ry^M^A 3mg 

9 3 m g 

mw\2 (mm 

N- [3- (3, 4, 5-f^h^7s^) ~N' - [[2- 

(3, 4, 5- h y ^ h^rV7i^) t? U y>- 4 —f ;t/] ^ ^/W] K°^< 



3 0mg 

"t*A40 4 4mg 

(<Ot>ffi) 5. 6mg 

X7 i 7V>'Wt???*$'#J* °- 4 mg 

^/VaX^t *>^^vlHr/VP — ^^7;Uv'!7^> 2 0mg 

£S .lOOmg 



v-^-n, n' -tr* [[2- (3/4, 5- hy^ b^^^^^/W t°y^ 

Tt^vU] -2, 6 --vM 5v>fcV<7 v 1 ^ • (1 OOmg 

) m*m\rt- V 9 (9 0 Omg) ^8 OmL©S^JBjKS*tZ»!&>U & 
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1. (1) 




Kf, A 1 !*- (CH 2 ) - (CH 2 ) r CH=CH-, -CO- (CH 2 ) 
-XI4-CO- (CH 2 ) n -CH = CH- (5^ nttO~ 3 ^ 
L ; A 2 li-CH 2 -, -CH 2 CH Z -, -CO-Xfi-CH (CH 3 ) -£^L ; 

; (2) XI* (3) 



R 6 




(2) O) 

(s^^r 3 , r\ r g . R'RxfR^m-xtemte^ximm*, T***m, r 
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-X/i^/UK, tKo^-CrC.-W/H, c 6 -c 10 -Ty^v-c, 

3. r\ r\ r 6 , R 7 ^.t/R s ^\ m-xitm^r^mm^ c,-c,-r 

4 . ffl^xs 1-3 1 vf n*» i «iB«og^^r 5 ^t^f, -eo^MXfi 

6. (1) 



154 



WO 2004/032933 



PCT/JP2003/013048 



MeO OMe 



MuO- 




0£fk A 1 !*- (CH 2 ) - (CH 2 ) -CH=CH- -CO- (CH 2 ) 
-Xit-CO- (CH 2 ) -CH-CH- (5frK nf40~3«*^-f) « 
L;A 2 tt-CH r> -CH 2 CH r , -CO-Xfi-CH (CH 3 ) ; 

; Ztt5t (2) Xtt (3) 




(2) (3) 

(^4>R 3 , R\ R\ R 7 &^R e ft^~Xf3JI&oT7K^J^ T/i^/i^ T 

= N-£^f-) *^-f 0 fcfc'U R'WR 2 ^|i]«7J^M^^ Zte3, 
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7. RW&mm+x&c-c-T/wismvfo*) -.RW&mm*. c,-c, 

~T;V*;vg, tKP*^-C,-C r 7^M, C s -C 10 -r y—^-C, 
-C 8 -74"*7U£, 1 Xli 2 fiW^iJgf ^tt S 5 Xii 6l^f n 7 Ji - 

8. R\ R\ R\ R'RUR^K m—X&RftvXftmWi*, 0,-0,-7 
p£, t7M, Xf±C,"C 6 -7yV*/vS> C,-C a -7/V-3*'>'S, 
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